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#a± awt;ii mm 











(54) #91731 

(57) mm] 

mm] *%wttifiMT5. Kft^ti*fci± 

hpy*^ (5-ht) tiffimwmmfe&zG-r 

Mfifc^»] -jRS; (I) : 

Ri-A-X-NHCO-R 2 (I) 

-C J; v V7 * * fc(iffi»7;^/^*lfe «fc 0= 



-C = N- 

I 



■ N- 



(sW, R 3 n R 4 doJ;U5R 5 [imm*»4fctite« 



m&m i ] ( i ) : 

R'-A-X-NHCO-R 2 (I) 

-C = N- -C - N- 

I II I 

N-R" NH R 6 

I 

R 3 

(3;*, R 3 , R 4 *3i0R 5 tt^fLm^Sg*fc»e® 

©So 

[3PJ©P»&tftM] 
[0 0 0 1] 

(5-ht) tstnftmommmftz 

[0 0 0 2] &{£&ts*1tHt%i\lb<Dmt, fc bSSitf 
»fp!te^Of>ffiff«3R (CNS) ©Iff ; =t#^>\ a: 

R'-C-S-R" 

II 

NH 

(I I) 

CfcH*-otl 



tzmmrnvmrnhz^te^micn-rz 5 -ht^ 

SI, SE5 - HT 2c g^#ftfiIt Ltfflt'fcS, 
[0 0 0 3] 

WO 95/21844, WO 95/2917 
7, WO 96/39382) ^i-fHic£tVO^„ 
[0 0 0 4] 

mw<Dit^mt. §iMr°h<9, (i) (cio 

R^A-X-NHCO-R 2 (I) 

l— f/Hi, Ai±S;: 

-C = N- iifcte -C - N — 
I II I 

N-R 4 NH R E 

I 

(St, R^ R 4 &j;tm 5 [«^ft*^£fcm£® 

[0 0 0 5] #SWJ©B«Ifll£* (I) f±, 

Man 



H 2 N-X-NHCO-R 2 



(III) 



► R'-A'-X-NHCO- 

( i a ) [0006] mmm 2 
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R'-A-X-NHj, 



+ HOOC-R 2 



(IV) 



(V) 



R 1 A X-NHCO-R s 



CI) 



- N-X-NHCO-R 2 



(VI) 



- N-X-NHCO-R 2 

I 

R 6 a 

(VIII) 



-c - 

II 

XH 



N-X-NHCO-R 2 



[0 0 0 8] (5£tK R 1 , R 2 , A, R 3 , R 4 , 

*5«fotxtt, ztiztimf&tmwb*), AMi 



S. 



-C = N- S£B -C - NH- 

! II 

NH 2 NH 

[0 0 0 9] g^{b£-#J (I) *fcfi^©mi, fctx. 



[0010] nMit^m (I) *fcf±*«£<oS!3gji:ffi 

[0011] ( I ) , (la), (lb), (I 

IK (ill), (iv), (v) , (v 
(viii) ©^a^^ttfltfflro^Stt-eEHWt^ 
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MxJf , *«T 5 yffi b V ^/VT 5 yfi, 

t°y^ylg, t^yyit, ^^/-/vT5>-iS, hy^ 

^y-zVTSyt, v^y? is ^v-vKT 5 N, 
N' -^yi?;vxfi/y^7 5 yi£^) ; ftftHtftftl 

^yify^/i^^y^ifc p - h/^V^yV7^V^J£ 
>\ T^ydrVSL ir^ig^^f 

[0012] ^<Dwmmwih&£mj.Tmm\c%;^ 

*s i u« taw ££it tt#H tiBM-t- a 0 
[0013] rffiiRj ttt, mKmmv^m*). it* 

6>6ffl©$SlfliiW\ £?3:L<«l7^4f@»j^*M?-£ 
[0 0 14] ffiigft r{g^T/w^/H t L-CH:, 

;vf©i5 fcitfttfcfc L < tt4M£f(tt0ft*ft l i8>6> 6 
firor^yroSI^fftL^ ^©#* Lv^Jt LTfi 
Ci-CBT^A-sas^rffens. ffilft TCi-CgT 

/i^/uj tLTit 7<f7K aTTK ^otVK -TV:/ 

;k ^^yf-A#ds*rfp>ix5. #Sft rry-A- 
Sj ir Ltli, 7xs/v, *JKYxi-i-7<J->v 
(fciilJl, 2-ytKnt7f;K 1, 4-5?tK 

1, 2, 3, 4-rh7tKnt7f/^i') , -fyf 

*LV^c0i4 (C 5 ~C 10 ) T U — A-T?& U , ±^SL 

i^coity^/y, -^7^y-efe5 0 

[0 0 15] »jgft r»^7^=7WSj £LTS4, 7/y 

^yK9;K 77/w^/y/K 2, 
3-y7n^yfy^yKy/K 2, 
y [b] ^•fef^i^f^rfbns. 

[0 0 16] »Sft TOTA^A^tfSj t LTtt, 
[0017] tmta rMJ^o (ffiiR) TA^A-Sl t 

if btl&o 

[0018] ismtt mmr/v^-u-ymi ium * 



* ^ yy^s© i 5 ftRSfjg^ l ^ b 6 fl ^frf 5 Eft* 
^I*»64fl*« s r«t©^rf6>tb5. Mft W 

s&i tLtit sifjs^-ftif© 

lifpy a-, trn y =a\ f ? ^/ y /k t°y y y a% 
tr y *Jt Kn tr y yvy, t° y 5 yvy, t°5^ 
tr y y v^/k hyryy^ (fctig4H-i, 
2, 4-byr-/y;K ih-i, 2, 3-byryy 

;K 2H-1, 2, 3-hy7-/y/viJf) , rhyV 
y;v (fctittflH-fb?'/!)^ 2H-7F7'/y 
/WJfcif) ; ^»Jg^lft^L4«£^-5 3ft^L 

8M (iftL<ii5tfcii6i) ©«a?n«^*ias, fc 
t *.tf fc y yf s. if-/ y v?^/k y v?/y, 
t-^y^^/v^^ ; l^ev^L4^a^#-r5^IS 

?p«g^-ifi»^s, fc t x.if'f y k y /y, -fy-i'^Ky 
/y, -fyKy^/K -fyKy^/K ^yx-r5^yy 
A', ^yp;y ^y^yyy, ^>^/9/k ^y^h 
yryy /y/i if ; mm^ 1 ftv^ u 2 e& i tra*^ 

lJfcv^L-SfiSrW-rss^v^USM (»4L<i4 5 4fc 
HteA) co^iafnm^WS, fct^ff^^yy/y, 
w y^iJ-v y/K t^t-^ryy^ (fct*.m, 

2, 4-^t-/ ! 7yy;K 1, 3, 4-^-^riJ-^ry 
y /k 1 , 2 , 5 f- y y /y) a if ; ^jgjs^- 
i*v^L2 ffl$s itnixis^ 1 ftv^ l 3 e^-rs 3 * 

V^LSM (ffJL<U5St|J6Jt) ©ffl?d*sn*si 
fc t x.«^e/v* y -/K v- K/ s/uft if ; ^JSJg^- 

1 ft v ^ l 2 x nmmm^- 1 ft v ^ l 3 {@ w-r 5 ^ 
fctx.ii-<yy>-y-yy/K -<yy> 

f^7yy/v4i* ; BSSclS^ lftV^U2i@*5±tJ^^JS 

fc«6M) ©^tesfms^ais, fctx.ti^ry*y/y, 
^yfr/y/y fr-^r/y/v (fcfc*.tfi, 2, 3 
-f7> i 7yy/K 1, 2, 4-f7^7/y;y 1, 

3, 4-f7> ! ryy/K 1, 2, s-fr-yr/y/v 

ft if) , -yt Fp f-Ti?~/uti. if ; SKJIII^ 1 ft V ^ L 2 
fitSi^^^lft^LSfl^^-r-SSftV^LSM 
(»*U<tt5*fctt6*) fci:^ 

«fry y -y=^ft if ; 1 ftv^ l 2 e^-rs 

3ftV^L8M (»*L<i45*fci46M) W^ISM* 

Knm-/^ if ; BitHM^ 1 ftv^ L 2 fife iU?^» 
Jg^lftV^L3f@5r#-r5^iaft»^*»it£, fcti 

i^yyf7yy;y ^yyf7-y7yy;y 4, 5, 

6 , 7-7F7t FP^^y'fT / y /yft if ; mMu=t 
lfla^#-T5 3ftV^L8M (»*b< (15*fc«6M) 
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©7Ff&ft1t»*at^ tz t *. Ji7 y if ; StitJSgT- 1 

(»SL<ii5*fc[16M) »^«a?D«»¥iiS, fci 
*.« $>fc Kn^f-^ -/v* if ; **JS^ 1 *^ L 2 

/v, ^sWJ-j if ; S?*f^ 1 f@*3<t^«SIS 

^ i^L2{i£^5^f&Mfi^«i*gis, 
[0019] rejfessr^rLTv^-ct>«tv^ry-^ 

7/u*o, 3-M5flf^3) , MJ/np (fS 

war. tas-cts, 

[0020] r«ata6^LTv^Tt>«t^Ty-^*j 

[0 0 2 1] r|j)(Si|LTl»ttJ:H^7i=^ 

[0 0 2 2] rg^SSr^fLTV^Tfciv^^^/uSj 
KfctT* ± «3»iift«ftSi LT(i, (S»r/V3*S/* 

[0023] {t^ft (i) ©3aMSWlcov>T£)lTRifl 
■f-So flS-&* (I) ©»*U^fcL,THt, R^^p 

e>»tfi-ifc 1 MU: (i?)»*L<ttHH) »m*S£ 



"9, R^ffiSfcTVl^/K mm) Tfr^rfris 

9»SL<l±l|BH2l) ©B»S£#LT^Tt £ 
^*t^7^rvvS; lflfiLh (£9#*L<i*lfi) © 

-C = N- S&B -C - N — 

I II I 

N-R 4 NH R 5 
I 

R 3 

[0 0 2 4] #£91© ( I ) ©»3gi£ 1 ~ 3 
[0 0 2 5] WM£ 1 

gftft&fc (la) £/ci«©i£fi. (II)* 

fcfi^tfxfcfc^ fb-^t) (III) 4fct*^O^i:S^$ 

ttaHf, *, *9S—fi', x-fS—A'. ^n/V— /K 

y/K ^nn*^ mttT-^s, mt^^y, m 
[0026] 5im\x mm, h y 

[0 0 2 7] SJSm^il^icBIS^&v^ S 

[0028] mm£ 2 

gwfb-^ft (i) *tzi±z<Dm±, K&to (iv) 

ft^* (v) ^fcii^cD^ts^^*, r 

[0029] nosjStta^, 

rh7tKn77^ N, N-^^fM/VA7 5 K 

~? ^y^ym<D^o KB&\z.m%mzmtisi£^ 

[0030] KiEtt, T/V7J y ^«^»«, t/v* y ^ 
«fi^^. by (te«) 7M;v7;y (fct^tih 
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[0 0 3 1] ®S?fiJ£fi#(-Pi££*v£v^ am, S 

[0 0 3 2] »ig?£3 

BWft^fe (i b) *fctt*»stt, it^m (vi) ^ 

fc!«»i££, {ta* (VII) iRJS£* (N-77U- 
*/WbKJfc) , ftv^-CNH a i:RS:S*5 («i8rSJS) 

[0033] N-r/v^wiiR^tt, mi*, m*.mk& 

m (VI) *fci4^r©m^ig®T^=3f^7^ Wfc&tt 

am, sjasfcfijp^r'Cff^So 

[0 0 3 4] *g-g-gjSH, am, 7k, ^t> 

ft i/ MWB <n ^mmm * S fc fit * ft b <nm&m f -efrfr ft 
5 0 

[0035] RjsiaaEttWKiisssnftv^, am, m. 

[0 0 3 6] #»H©B«jflS-&* (I) tt, 
ffi, fcifctfttW, ftK, ^J3iJ#t*, Witt** =§-S^n 

- C = N— , -C - NH- 

I II 
NHj NH 



[0 0 3 7] ^<Di.o\Z\sX%bMt%$ift,&® (I) 
[0 0 3 8] Bmik&m (I) JJilWrrofitt, «ft 
[0 0 3 9]#»ffiO|ftft^« (I) fit, 5 -HTM 

Steffi, ttfc 5 ht 2c SS^oJ;5 

U lot, ^g, 3&iH#gjg, fill*, 

S, W/vfr-S, BBSS*, 

f^f'»W#g^ (CNS) F?3; atf-TV, a:*/ 

^©M*>5v^fKtjfftS 5 -HTSInitLtt 
[0 0 4 0] ^©g^ft-a-t (i) ©*ffltt&^-$- 
r 0 
[ 3 h] 

5-HT 2C ^aei-*ti-5»*CD*fPtttl, 

©ifflgsafffl^Satn&ttS [ 3 H] -^7-^y|| 

14, ^V* (P a z o s) b©1 9 8 4*P©#ffifc|BI« 
-efeo/c, MMS (5 0 0 m 1) Sr. CaCl 2 4m 

m (pH7. 4) tpn [ 3 H] -**5-* ! i' (In 
M) t&\C3 O^y^^-Ult 

SOnMO^tXny^ffl^t^ 5 -HT 2A t|5fi^.©S 

^^i»ihLfc 0 ttt*ig ( i o- 6 m) ?r i o o m i mmz 

M*.tz 0 ±T y^4mm± \ 0 0 0 n 1 T^ofc, :/? 

D-SI j£-C»IS L fc„ 4A7^-^-B^77-f7^n 
^7A (7P^-y (De Le a n) 1 9 7 8) Srffi^ 

t i c 50 it^5j<fe, p k i mm^m^^nm ^ 

xy//V/7 (Cheng Prusof f) S^blf 



IC 50 



Ei = 



=B^m& 

Ki = c = [Mi] -txv-xxomm 

[0041] wut&b 1+C/Kd Kd = 5 - ht "«^W^^t:*^W*^^*5 k- 

(a) N- [3- W^^y-^7 5 7) 7i-/V] 

-l-7;vtl^y*;>m^ K • a ?fcM?Sfe!£ [0 0 4 2] ^Klgm 

(b) n- [3- (NVW^/^pfyT? WJWS*** i fcjsr. 

/) 7x^]-l-7;^^^t?F [mi] 

(c) N- [3- (N'-^fM^y^y-^^ 



(a) 

(b) 

(c) 

[0043] imh^^^m(Dn^mx\ *mw<» 

mmm<Djfmxim-t% r t as-et s„ t lt 
si, «esj, j&^-fe^j, ^j, mm. >3 

>^J, KASJ, £HgSL £Affl, ftffffl, KffiM >- 
[0 0 4 4] MtJStt, -heSMftviH, MiWl 

mm* m*jii=>z h--*, ^>«, i^i, *xry 

[0045] ffc£* ( i ) ®S-¥*tt, Jft#<o^p»*s i 

(i) 

«t5 3E{b1-*o -jRKBu — B fc/i <9 0 . oingK 

»5oomg@sas«*KS!^sn*. m%<Dmm\z. 

05mg, 0. lmg, 0. 25mg, 0. 5mg, 1 
mg, 20mg, 50mg, 1 0 Omg i LTfflV^Jl 

5„ 

[0 0 4 6] M^fcitFllttW^oT, 

[HJfeM 1 

1 (2 0. 5 9 g) O^nn 
(2 00ml) tN, N-^fMMTU' 
(lml) tpffiWftlC, *»TT?*ft**f - 'J A' (1 
0. 3ml) ^tJ£S£T'2B3«#L, 

U ^^PPTt^V (2 0 0ml) fcjgtfbfc. 
3-=FD7=yy (14. 2g) <Z)v^nn^>- 

Ooomi) *m«£«TU M)if;vr?y (1 

5ml) , ^rLT4-v ; 7<f-^T$y t°V (1. 2 

og) srjn^fc 0 ?a^mt2o«#u ®ft 

b y ( 3 0 0 m 1 ) §r«Tbfc. 

*T?«S2>c3^b, f£#LT, N- (3-sho7x- 
/V) - 1 -y/V3j-W^*^/Kdr-y-5 K (2 4. 3 2 g) 

NMR (DMSO-d 6 , 6) :4. 23 (2H, 
s), 7. 30-7. 50 (2H, m) , 7. 50- 



Bgg (X) 

1 0 0 

8 2 

8 6 

7. 75 (3H, m), 7. 81 (1H, d , J = 9H 
z) , 7. 9 5-8. 0 5 (2H, m) , 8. 10- 

8. 25 (2H, m) , 8. 88 ( 1 H, t, J = 2H 
z) , 1 0. 8 2 (1 H, b r s) 

[0 0 4 7] ft£H2 
N-(3-= Fp7j=;1/)-1 

5K(54. 3g)Oi^7-;V(1 0 0 0ml)t*(5 

?A(6. 15g)tiS(55. 1 g 
£^2^^, ^LT^*PLfc 0 b 

dd*W-^;-;K9 : 1 vN)XWMm L- 

(0. IN, 2 0 0 0m 1 ) 
(9:lv/v, 4 00 0ml)tmft. 
ttf^AtML, ®*U »#LT, N-(3- 
T5/7x=/v)-l - y ivirvviJ tvif^y- % K(4 
1. 9 7g)£#fc„ 

NMR (DMSO-d 6 , 6) : 4. 17 (2H, 

s) , 5. 11 (2H, s) , 6. 3 4 (1 H, d, J 

= 8Hz) , 6. 80-7. 10(2H, m), 7. 18 

(lH.br s) , 7. 3 0- 7. 7 5 (5H, 
m) , 7. 9 6 (1 H, d. J = 6 H z ) , 8. 0 8 

(1H, d, J = 7Hz) , 10. 04 (1H, s) 

[0 0 4 8] mmm 1 

N-(3-T5 / y^^M-i -y/i'Xwz 

5 K(l 0 Omg)©^ ^y-/V(5m 1 )^U^m\C^=f- 
;v f^<yXV5f-h-37{b**iS(112m 
g)£B1^(0. 0 1 9m 1 )%MZ-tc<, m&®%4 0<C 

xi emmm^Lfco -mm, ttmm&wmi; 

^Da*M-^y-;H0 - 1 0%, v/v)XMiH 

tzw*^zm^tc?vi-?yi?yyj -xmm u 

N-[3-(-f 5/'<yi?/l'75/)7i=A'] - 1 

tuy*M^ft? k • a pfbk^ifcEO 3m g )&r# 

mp : 299-301 °C 
1 R (KB r) : 1 6 4 7 cm -1 
MS : 4 0 4 (M+ 1 ) 

NMR (DMSO-d 6 . 8) :4. 20 (2H, 
s) , 7. 22 (1H, d, J=8Hz) , 7. 30- 
7. 50 (2H. m) . 7. 5 0 -7. 8 5 (8H, 
m) , 7. 9 0-8. 0 5 (3H, m) , 8. 09(1 
H, s), 8. 14(1H, d, J=7Hz), 9. 00 
-9. 50 (1H, br s), 9. 50-10. 00 
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(1H, b r s) , 10. 63 (1H, s) , 11. 
5 1 (1H, b r s) 

[0049] mmm 2 

N-[3-(-f ^^;V7?/)7i^/V]-l-7/V 
*I/y*^f5K - 3^*IIS(5 0mg)O^ 
p p *;VA (9ml)W?7-/Klml) ««:, 
0. 1 N*iftt f !) 9 A7Ki«( 10ml) SrJUifc. 

«i§7^y ?A-e$y»u g*u ^y7-ot>x- 
Tvu-eSH^u N-[3-(Ts;y-<vvyy7 :i vr5y) 

7is;>]-l-7;^vy*MW 5 K(3 4. 3m 

mp : 1 8 4-1 8 7t 
IR(KBr) : 1 6 4 3, 1 5 9 4 cm" 1 
MS : 4 0 4 (M+ 1) 

NMR (DMSO-d 6 , 6) : 4. 19 (2H, 
s) , 6. 3 6 (2H, b r s) , 6. 6 3 ( 1 H, 
d, J =7H z) , 7. 20-7. 80 (11 H, 
m), 7. 90-8. 05 (3H, m), 8. 10 (1 
H, d, J = 7Hz), 10. 26 (1H, s) 
[0 0 5 0] MMM 3 

N-(3-T? /7i=/H- 1 -7 ■ jVirls-yfi ;V$3c^ 
5K(3 7. 5 8 g)ffl^/-/K7 5 0ml)tM 

9. 8 5g)»ifc. iS-&*Sr6I^Mit«Lfc. %sn 
?S-a-fe*g*L^OD*;UA-3i^y-/W(9 : 1 
v/v, 1 700ml)tlNMfttH)fUifS 
(7 0 0ml)}£#iaLfc o ftl£fe£?ItiIU 

*Sf*»Lfc^^>'-/K4 0 , C 1 2 0 0ml)-C2agfe 
j£U ^y-/Kl 4 40ml)ii^ffgm N- 

[3-W ^y^y-^vT? ;)7i-/i']- 1 

5 F(2 8. 8 7 g)fr#fc„ #P>tl7o« 

tI^^;-/K7 0 0mi)W;ifiu in« 

(io7mi) ^px.fc„ tit- 3 mmmw ufc«, 

ftfcig H 1i£«iI!-=£oTi|X*U ^ * / -/v-egfcfr u 
«Lt, N-[3 - W 5 y<y^7 5 7) 7x=/V] 
- 1 -7/V^-I/>-*/V^drf-5 K • ±£g?ig(2 6. 6 8 

g)£#fc 0 

m p : > 3 0 0 °C 

IR(KBr) : 1 6 4 3, 1599cm" 1 
MS : 4 0 4 (M+ 1) 

NMR (DMSO-d 6 , 6) :4. 22 ( 2 H, 

s) , 7. 22 (1H, d, J=8Hz) , 7. 30- 

7. 50 (2H, m), 7. 50-7. 90 (8H, 
m) , 7. 90-8. 05 (3H, m) , 8. 05- 

8. 20 (2H, m), 9. 12 (1H, br s), 

9. 95 (1H, br s) , 10. 7 5(1 H, 
s) , 1 1 . 7 6 (1 H, b r s) 

[0051] mkm 4 



n-[3-(^ ?y^y^75y)7i-;p] - 1 - 
ti/yW^f-^F(l. 0 0 g)»7<^/-/K2 0 

A£4fcfr2i$IIIHIttU S*U ^y^nfcW 
x-f^tx^/-/v{4 : 1 v/v)f»#U N-[3 
-(75/ -O-v 5 !)fy75/) 7x=;V] - 1 - 

H'M^f^F-wy^viKo. 9 9g) 

mp : 120-135 °C 

IR(KBr) : 1 6 5 7, 1603 cm" 1 
NMR (DMSO-d 6 , 8) : 2. 32 (3H, 

s) , 4. 2 0 (2H, s) , 7. 2 4 ( 1 H, d, J 
= 7Hz) , 7. 30-7. 50 (2H, m), 7. 5 

0-7. 85 (8H, m), 7. 90-8. 05 (3 
H, m), 8. 10-8. 20 (2H, m), 9. 12 
(lH.br s) , 9. 8 8 (1H, b r s) , 1 

0. 6 5 (1H, b r s) , 1 1. 5 1 (1H, b r 
s) 

[0 0 5 2] U&M 3 

1 -7/Vtl/y*/l'#yi(2 0 0mg)O^DB^ 
y(10ml)iN, N-^f;v*;W5K(lml) 
TkftTT-ififc^f-y/WO. 0 9 1ml) 

hi&m&mit.. »e>nfc»JS[fti, 3-^75/70 

/<y(0. 4ml)0^DB^y(lOml)« 
*TLfc. »^*«r1lfffl-eil^MJi^U lN^itftT- 
MJ 9A*SSR(2 0 m 1 )-Ci!E#U ISt^'jW 
S£*U ^o*M-^/-;l-7y^7* 
(9:1:0. 1, v/v/v)t^W-r?,^y*y>^ 

^fc^B-^h^?7-f--ff(W4u n-{3-7?;7 

ntVv)- 1 -7 !V*vvft>vif^y-^ K(l 2 Omg) 

I R (KB r) :1 6 3 3 cm" 1 
NMR (DMSO-d 6 , <5) : 1. 63 (2H, qu 
int. J = 7Hz) , 2. 64 (2H, t, J = 7H 
z) , 3. 36 (2H, q, J = 7Hz) , 4. 14 

(2H, s) , 7. 20-7. 70 (5H, m), 7. 
94 (1H, dd, J=7Hz, J = lHz) , 8. 0 
3 (1H, dd, J = 7Hz, J = 1Hz) , 8. 46 

(1 H, b r t , J = 5 H z ) 

[0 0 5 3] mourns 

N-(3-7577"p 1 -7 >V^vyfi )Vif,^ 

5 K<1 1 Omg)B^;-/Kl Om l)ip?S^feiC7< 
tJvv ft-<yx^5f - h • 3 ^ft*Jg^(2 3 1 
mg)iSI(0. 0 2 4m l)5rJPx./t 0 ?1^^8B# 
WaSEbfco M§^PO*M(7 0ml) 

tO. 1 N/K^fbf- h V 9 &imWL ( 5 0 m 1 ) L 

J— /l'-7y ; E = 7*(9 : 1 : 0. 1, v/v/v) 



m^/v (2mD wmMts^tc, MiuNiix 

Jib, Slif/VT«U ffiLt, 
/"<y^/vT5 y)^i3fcVH- l -7/v$-v^%/vtf* 
f-5 K-46lfetg(4 4mg)Sr#fc 0 
mp: 140-160 °C 
IR(KBr) : 1 6 2 8 cm" 1 
MS : 3 7 0 (M+ 1) 

NMR (DMSO-d 6 , 6) : 1. 80-2. 10 
(2H, m) , 3. 4 0 -3. 6 0 (4H, m) , 4. 
17 (2H, s) , 7. 3 0 - 7. 8 5 ( 1 0 H, 
m) , 7. 95 (1H, d, J = 6Hz), 8. 05 
(1H, d, J = 7Hz) , 8. 6 1 (1H, br 
t, J = 6Hz) , 9. 17 (1H, s) , 9. 5 1 
(1 H, b r s) , 9. 8 8 (1H, b r t, J = 
6Hz) 

[0054] mmm4 

1 - 7;^I/>'A/V*'>'i(l 0 0mg)O^ dc^^ 
y(lOml), N, N-^f;v*yVA7 5K(0. 0 
5ml) *?JSi«i-7k^T^ft:^^-9- 'J /K 0 . 25m 

1 ^£^£^fiT-lB#lffljf#U e*u 

/^V^^(0. 5 1g)H'Jif^75y(0. 3 6 
ml)^PC^y(l OmDWWTLfc, 

h v *a**r-c«2»u h y v&vim 

L, ^tm*M-^;-;K0-2%, v/v)Tig 

L, N-(4-7^7nf;V)-l-7/^yy*;L'* 
*tU*(0. 1 7g)£#fc 0 

I R (KB r) :16 4 1cm" 1 

NMR (DMSO-d 6 , 6) : 4. 17 (2H, 

s) , 4. 9 4 (2H, s) , 6. 5 6 (2H, d, J 
= 8Hz) , 7. 30-7. 70 (7H, m) , 7. 9 

6 (1H, d, J=7Hz) , 8. 06 ( 1 H, d, J 
= 7Hz) , 9. 9 3 (1H, s) 

[0055] mmme 

n-(4 -75y7i^)-i -7/^yy*/i'#>f 
s; K(o. l 5 g )cD7<^y-/Ki Omi)«pa^«K:p» 
<f/y f^yXV5f-F-3 7fttilI(0. 2 
8g)^Jn^fc 0 ii-a*^l 9B#R55M»fLLfc 0 ftl?^, 
?S-a*£fW*U ^bp*/VA-x;?/-;K9 : 1 v/ 
v, 10 0ml)tlN*ifttH)?AM«(5 0m 

Di^saift. #wi b y 7At-si 

L, g*L, ^PB*/VA-y?;-/K0-10%, 
v/v)T'W5-yPA^ffiV^BYh^77^ 
-T'ffifiL, N-[4-(N 1 -7xs/V75-y;)7i = 
/V]- 1 K(8 7mg)Sr# 



it, 

mp : 245-250 °C 
I R (KB r) : 1 6 4 7 cm" 1 
MS : 4 0 4 (M+ 1) 

NMR (DMSO-d 6 , 8) : 4. 20 (2H, 
s) , 6. 4 1 (2H, b r s) , 6. 8 9 (2H, 
d, J = 7Hz), 7. 3 0-7. 9 0 (1 0H, 
m) , 7. 9 0-8. 0 5 (3H, m) , 8. 10 (1 
H, d, J = 7 H z ) , 10. 2 5 (1H, s) 

[0056] mmi 5 

4-?pc<y>/=HJ/v(5. sog), fmh 
75 K (6. 0 1 g), N, N-^f;i/*M7 5 K 

(5ml) , ftffiEjg (1ml) <Dm&®* 7 0°C^ 1 
FMlLfe. ftiflU ft^m^/V (2 0 0ml) 

u ?jc (loomi) , tmmmwtr h y -7 

( 1 0 0 m 1 ) jo itf&t* (10 0ml) "Cg^f- L, 

•y>7J7A(^7<g : -i-y/7<^y-/y)r'»Kb, 

7DtWx-7;H:»Lr, 4-^120^^7 
$ K (2. 3 2 g) £t#fc„ 
mp : 130-131 °C 

IR(KBr) : 3298, 3267, 3153, 1 
6 2 0 cm" 1 

MS: 172,174 (M+ 1 , C 1 mtit.#) 
NMR (DMSO, 6) : 7. 50 (2H, d, J = 
8), 7. 88 (2H, d, J=8Hz), 9. 57 
(lH.br s) , 9. 9 6 (1 H, b r s) 
7n£##f : 

ft^ft :C;48. 98, H;3. 52, N ; 8 . 16 
HSJfl : C ; 4 9 . 09, H;3. 49, N ; 8 . 13 

[0057] mtm 6 

4-^DB^y/W; K (8 5 8 mg) t a Vit* 
f-As (0. 62ml)©fb7t Fn7?y (8ml) 

*u&m$:MMr*-mMW L± ( 1 #m&#mms£. c 

fc)„ SB, yy7ntVVx-r^ (10ml) SrflP 

(3 0, #5ml), (5#) U S-^^/y 4- 

^ n P^y/W;r- h • 3 pfbfcsftgfcK (1.3 

8 g ) mtc 0 

mp : 172-174 °C 

1R (KBr) : 3 1 0 7, 2964, 1583cm" 1 
MS: 186, 188 (7U — #:+ 1 , C 1 HH£#:) 
NMR (DMSO, 6) : 2. 79 (3H, s) , 7. 
73 (2H, d, J = 8. 7Hz) , 7. 88 (2H, 
d, J = 8. 7Hz) 

[0058] mmw 7 

s-^5vw 4-^nn'<ym^5f-F'3 | )ft 

«S (3 14mg) tN-(3-7577xx;V)- 
l-7/Vtuy*/vWf 5K (15 0mg) <d^#; 
-/y (3. Ornl) ^^S^SratiiTT'ilPfiLfco 4B# 



ffifc, * (10 0ml) t*«U lN*|ft 

l-YVVJ* (2ml) SrtJPx., 1 0 : iMt^^^y/ 
J — /V-Cftffl bfc ( 2 0 0 m 1 , »^50mlf 

* * / -A^Ifl; ~>v/7 v^~X) 

TltMU 3Jci^tf^^/-^TfWIS*U N-[3-[T 
5/ 75/]7x=/V]-l 
-7/^l^>-*;^df^? F (11 7mg)Sr#fc 0 
mp : 223-225 °C 

1 R (KB r) :16 4 1cm" 1 

MS: 4 3 8, 4 4 0 (M+ 1 , C 1 Ififfi 
NMR (DMSO, 6) : 4. 19 (2H, s) , 6. 
40 (2H, br s) , 6. 61 ( 1 H, d, J = 
8. 4 Hz) , 7. 25-7. 73 (10 H, m), 
7. 9 5-8. 0 4 (3H, m) , 8. 10 ( 1 H, 
d, J =6. 8H z) , 10. 26 (1H, s) 
5E*£*f : 

f+JMt+ (Me OH) 0 . 8 + (H 2 0) 0 . 5 : C ; 7 0. 

66, H;5. 16, N ; 8. 89 

Sfflffit :C;70. 71, H;4. 98, N ; 8 . 78 

[0059] mtm 7 

wtm 5 1 mm^ lt 4 - y ^>v^-/=- v y 4 

mp: 160-161 °C 

IR(KBr) : 3 3 7 5, 3 2 7 5, 3 1 5 7, 1 6 

2 0 cm" 1 

MS : 15 2 (M+ 1) 

NMR (DMSO, 6) : 2. 33 (3H, s) , 7. 
21 (2H, d, J=8. 1H z) , 7. 82 (2 
H, d, J = 8. 2Hz) , 9. 41 (1H, br 
s) , 9. 7 7 (1 H, b r s) 

[0060] w&m 8 

mp: 183-185 °C 

IR(KBr) : 3 1 5 7, 3 0 0 5, 1 6 6 0, 1 6 

0 2c m" 1 

MS : 16 6 (7!J-fr + 1) 

NMR (DMSO, S) : 2. 43 (3H, s) , 2. 
80 (3H, s) , 7. 47 (2H, d, J = 8. 3H 
z) , 7. 7 8 (2H, d, J = 8. 3Hz) 

[0061] mmm s 

MMM7 tlU»fcU-CN-[3-[r5/ (4-;*:JvW< 
yv'Dfy) 75 /]7i=/H- 1 -^/I^M^T^/V/J? 

mp: 117-119 °C 

1 R (KB r) :16 4 1cm" 1 
MS : 4 1 8 (M+ 1) 

NMR (DMSO, 6) : 2. 3 7 (3H, s) , 4. 



1 9 (2H, s) , 6. 4 5 (2H, b r s) , 6. 
63 (1H, d, J = 8Hz) , 7. 24-7. 73 

(10H, m) , 7. 8 5 -7. 9 0 (2H, m) , 
7.9 7 (1H, d, J = 6. 5Hz) , 8. 10 (1 
H, d, J = 7. 1Hz) , 10. 26 (1H, br 
s) 

7fJf#W: 

ff*1fi+ (H a O) 125 :C; 7 6. 43, H;5. 8 
4, N ; 9. 5 5 

HS'JIfi :C;76. 48, H ; 6 . 01, N ; 9 . 34 
[0 0 6 2] ft£H9 

mp : 15 1-15 2 °C 

IR (KB r ) : 3 3 6 5, 3273, 3155, 16 

2 6, 1 5 9 7 c m"'MS : 1 6 8 (M+ 1 ) 
NMR (DMSO, S) : 3. 8 1 (3H, s) , 6. 
95 (2H, d, J = 8. 9Hz) , 7. 95 (2H, 
d, J = 8. 9Hz), 9. 3 2 (1H, b r s) , 
9. 6 5 ( 1 H, b r s ) 

jm&m ■. 

IHHB :C;57. 46, H;5. 42, N ; 8 . 38 
HfflUK :C; 5 7. 30, H ; 5 . 37, N ; 8 . 45 
[0 0 6 3] WtW 1 0 

mp : 163-165 °C 

]R (KBr) : 3 1 9 0, 3024, 1664, 15 
9 9c m" 1 

MS : 1 8 2 (7!J-#+ 1) 

NMR (DMSO, 5) : 2. 82 (3H, s) , 3. 
90 (3H, s) , 7. 20 (2H, d, J=8. 9H 
z), 7. 91 (2H, d, J=8. 9Hz) 

[0 0 6 4] mmm 9 

m&m7 tmmicLx, n-[3-[ts/ u-j 

i/'i-yWfy) 75/]7x=;H-i-7;vt^* 

m p : 1 1 7 - 1 1 9 1 
I R (KB r) : 1 6 4 1 cm" 1 
MS : 4 3 4 (M+ 1) 

NMR (DMSO, 6) : 3. 82 (3H, s) , 4. 
1 9 (2H, s) , 6. 4 5 (2H, b r s) , 6. 
63 (1H, d, J = 8Hz) , 7. 00 (2H, d, 
J = 8. 7Hz) , 7. 2 2-7. 7 3 (8H, m) , 
7. 90-8. 01 (3H, m), 8. 12 (1H, 
d, J = 7. 1Hz) , 1 0. 2 6 (1H, b r s) 
t5»^W: 

tHMS+ (Me OH) 1/3 + (H 2 0) ^C; 73. 6 
3, H ; 5. 74, N;9. 09 

USHB :C;73. 74, H ; 5 . 79, N ; 8 . 99 
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[0 0 6 5] m&w 1 1 
mp : 147-148 °C 

IR(KBr) : 3 3 6 3, 3 2 8 8, 3 1 7 6, 1 6 
2 8, 1 5 9 9 c m _1 MS : 1 5 6 (M+ 1 ) 
NMR (DMSO, 6) : 7. 2 0 - 7. 3 0 (2H, 
m), 7. 93-8. 01 (2H, m), 9. 51 (1 
H, b r s) , 9. 8 9 ( 1 H, b r s) 
Ttmfttf : 

fWifi :C;54. 17, H;3. 90, N ; 9 . 03 
*SHfi : C ; 5 4. 04, H;3. 80, N ; 8 . 97 

[0066] mtm 1 2 

mp : 1 7 1 - 1 7 4<t 
I R (KB r) : 2 9 5 6, 1593cm- 1 
MS : 1 7 0 (7!)-#+l) 

NMR (DMSO, 6) : 2. 82 (3H, s) , 7. 
53 (2H, dd, J =8. 8Hz, 8. 8Hz), 
7. 93-8. 00 (2H, m) 

:C;32. 34, H;3. 05, N ; 4 . 71 
HSUfflt : C ; 3 2. 54, H ; 3 . 02, N ; 4 . 67 

[0067] mmm 1 o 

mp: 111-114 °C 
I R (KB r ) :16 4 1cm" 1 
MS : 4 2 2 (M+ 1 ) 

NMR (DMSO, 8) : 4. 19 (2H, s) , 6. 
4 0 (2H, b r s) , 6. 6 2 (1 H, d, J = 

6. 9Hz) , 7. 23-7. 73 (10 H, m) , 

7. 9 5-8. 12 (4H, m) , 10. 2 6 ( 1 H, 

s) 

7£S#W : 

f+IHt+ (H 2 0) 4/3 :C;72. 80, H ; 5. 1 
3, N ; 9. 4 3 

MMiU :C;72. 70, H;5. 16, N ; 9 . 10 

[0068] mm 1 3 

MS : 15 2 (M+ 1) 

NMR (DMSO, 6) : 2. 34 ( 3 H, s) , 7. 
24-7. 33 (2H, m), 7. 60-7. 71 (2 
H, m) , 9. 4 4 (1H, br s) , 9. 8 2 (1 
H, b r s) 

[0069] m^m 1 4 



W5f- h • 3 ?flS**BJ6£Wfc. 
mp : 81-87 °C 

IR (KB r ) : 2 9 4 1, 1651, 1516cm" 1 
MS : 1 6 6 (7 1) 

NMR (DMSO, 8) : 2. 42 (3H, s) , 2. 
81 (3H, s) , 7. 4 8-7. 6 8 (4H, m) , 
1 1. 7 (1H, b r s) 

[0070] mmm 1 1 

mmm7 tmmicLx^ -i3 -it ^/ (3-^?vw< 

y^Pfy) r5;]7i=;H - 1 -^Lof 

mp : 190-192 1 

IR (KB r) : 3 4 4 0, 3273, 3045, 16 
4 3 cm" 1 

MS : 4 1 8 (M+ 1) 

NMR (DMSO, 5) : 2. 38 (3H, s) , 4. 
1 9 (2H, s) , 6. 3 6 (2H, b r s) , 6. 
63 (1H, d, J = 6. 8Hz) , 7. 25-7. 8 

1 (12H, m) , 7. 97 (1H, d, J=6. 8H 
z) , 8. 10 (1H, d, J = 7. 2Hz) , 10. 

2 6 (1H, s) 
jtm&Vr : 
W-Jffl[+ (H a O) , 
7, N ; 9. 8 5 



2 : C ; 7 8. 85, H ; 5. 6 



; 5. 5 3, N ; £ 



mmm -.c-,7 8. ■ 
[0071] m&w 1 5 

mmms tmmizLx 2 -i-y ? u>-3uutf~ 

m p : 151-152t 

IR (KB r ) : 3 3 5 0, 3278, 3147, 16 
2 2c m" 1 

MS : 1 8 8 (M+ 1) 
NMR (DMSO, S) : 7. 5 7-7 
m) , 7. 9 0-8. 0 6 (4H, m) 
H, s) , 9. 6 6 (1 H, b r s) 
H, br s) 

fc% * :C;70. 55, H;4. 
:C;70. 51, H;4. 
[0 0 7 2] 1 6 

mmm e t us-^^ 



6 5 (2H, 

8. 4 3 (1 

9. 9 7 (1 



8 4, N ; 7. 4 8 



2 -^-7^ U-V^/k 



: 1 ? 



- 1 i 



IR (KB r ) : 3 0 1 8, 1656c m" 1 
MS : 2 0 2 (7!)- 1) 

NMR (DMSO, 5) : 2. 89 (3H, s) , 7. 
71-7. 82 (2H> m) , 7. 89 ( 1 H, dd, 
J = 8. 7Hz, 1. 9Hz) , 8. 09 (1H, d 
d, J = 7. 5Hz, 1. 7Hz) , 8. 19 (2H, 
d, J = 8. 5Hz) , 8. 60 (1H, d, J = l. 
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7 Hz) , 1 1. 8 (1H, b r s) jn*##f : 
trJWfi :C;43. 78, H;3. 67, N;4. 25 
^SJffi :C;43. 82, H ; 3 . 60, N;4. 19 

[0073] mmm 1 2 

««7MiiatN-[3-[757 (2-^-7^/V 

^w>-) r^;]7x-/v]-i-7;^vy*/^ 

mp : 239-240 °C 
I R (KB r) : 1 6 3 3, 1 5 8 1 cm" 1 
MS : 4 5 4 (M+ 1) 

NMR (DMSO, 6) : 4. 20 (2H, s) , 6. 
44 (2H, br s) , 6. 66 ( 1 H, d , J = 

8. 0) , 7. 2 7-7. 7 9 ( 1 0 H, m) , 7 . 9 
3-8. 08 (4H, m) , 8. 08-8. 18 (2 
H, m) , 8. 5 5 (1H, s) , 10. 2 7 ( 1 H, 
b r s) 

Ttmftffi : 

WiW6+ (H 2 0) 3/4 :C; 7 9. 72, H;5. 2 

9, N ; 9. 0 0 

H8HB :C; 7 9. 72, H;5. 08, N;8. 91 
[0 0 7 4] 1 7 

sajtfci 5 1 mmz lt i - t7^wy*;v#^ h y 
ib i -1-7? n/*A^f*rs K*»fc. 

mp: 125-126 °C 

IR(KBr) : 3 3 9 0, 3 2 4 8, 3 1 2 4, 1 6 
16 cm" 1 

MS : 18 8 (M+ 1) 

NMR (DMSO, 6) : 7. 40-7. 6 1 (4H, 
m), 7. 90-7. 98 (2H, m), 8. 08- 
8. 14 (1H, m) , 9. 77 (1H, br s), 
1 0. 2 4 ( 1 H, b r s) 
S*4M»f : 

D-JMg :C; 7 0. 55, H ; 4 . 84, N ; 7 . 48 
HS'Jffi :C; 7 0. 32, H ; 4 . 78, N ; 7. 45 

[0 0 7 5] ®ig« 1 8 
W/affi 6 t IrHUM L"C S — ^ l—j-7? UI/DJV 

mp: 182-185 °C 
IR(KBr) : 2 9 0 6, 1 5 6 6 cm" 1 
MS : 2 0 2 (7!J-#+ 1) 

NMR (DMSO, 8) : 2. 86 (3H, s) , 7. 
6 6- 7. 8 3 (4H, m) , 8. 06-8. 15 (2 
H, m) , 8. 26 (1H, d , J=8. 1Hz) , 1 
2. 1 (1H, b r s) 
TC^^W : 

fr^jjt :C;43. 78, H;3. 67, N ; 4 . 25 
MMiU :C;43. 69, H;3. 63, N;4. 18 
[0 0 7 6] MMm 1 3 

MMffil 7 t IrI^Kci LTN — [ 3 — [T ? 7 (l-t7f;V 



■9-5 K««SI«*»fc. 
mp : 188-193 °C 

1 R (KB r) : 1 6 5 3 cm" 1 
MS : 4 5 4 (7 U -fl£+ 1) 

NMR (DMSO, 6) : 4. 22 (2H, s) , 7. 
28-7. 49 (3H, m), 7. 50-7. 93 (8 

H, m), 7. 96-8. 11 ( 6 H, m) , 8. 30 
(1H, d, J = 8. 0Hz) , 9. 50 ( 1 H, br 

s) , 1 0. 1 0 (1H, b r s) , 1 0. 6 6 
(1H, s), 11. 86 (1H, br s) 

[0077] mmm 1 9 

2 - tr y s^a-M^a-r % Kfc»fc. 

m p : 1 3 1 - 1 3 3 °C 

IR (KB r ) : 3 3 4 6, 3145, 1603, 15 
7 6 cm" 1 

MS : 1 3 9 (M+ 1) 

NMR (DMSO, 6) : 7. 61 ( 1 H, ddd, J 
= 6. 3Hz, 1. 2Hz, 1. 2Hz) , 7. 9 7 

(1H, ddd, J = 7. 8Hz, 7. 8Hz, 2. 0 
Hz) , 8. 5 1 (1H, ddd, J =6. 9Hz, 

I. 0Hz, 1. 0Hz) , 8. 57-8. 61 (1 
H, m) , 9. 9 2 (1H, b r s) , 1 0. 1 6 

(1H, b r s) 

[0 0 7 8] 2 0 

mmm 6 1 mmz. lx s 2 - tr y 

m p : 1 4 9 - 1 5 1 °C 
IR (KB r) : 2 9 5 1, 1670 cm -1 
MS : 1 6 0 (7 y -j^-Me SH + ^ ^ / — ;HNa 
+ 1) 

NMR (DMSO, 6) : 2. 76 (3H, s) , 7. 
7 8- 7. 8 5 (1 H, m) , 8. 19 (1H, dd 
d, J = 6. 8Hz, 6. 8Hz, 1. 1Hz) , 8. 
26 (1H, dd, J =6. 8Hz, 1. 1Hz), 
8. 8 1-8. 8 5 (1H, m) 
Tn^^ff : 

Wife :C; 30. 01, H;3. 24, N; 10. 0 

0 

MMW. :C;30. 03, H;3. 13, N ; 9 . 82 

[0079] mmm 1 4 

mmw7 kmmKLXN-[3-[Tz; 

75;]7i=;v]-l-7;^i/y*;^> 

mp : 113-115 °C 
1 R (KB r) :1 6 4 7 cm -1 
MS : 4 0 5 (M+ 1 ) 

NMR (DMSO, 5) : 4. 19 (2H, s) , 6. 
55 (2H, br s) , 6. 67 (1H, d, J = 
8. 5Hz), 7. 27-7. 73 (9H, m), 7. 
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9 3-8. 0 0 (2H, m) , 8. 10 ( 1 H, d, J 
= 7. 1Hz) , 8. 33 (1H, d, J=8. 1H 
z) , 8. 6 4 (1H, d, J=4. 5Hz) . 1 0. 
2 8 (1H, s) 
tE»#W : 

H^ffi :C; 7 5. 86, H ; 5 . 09, N; 13. 6 
1 

:C; 7 5. 79, H;5. 09, N; 13. 3 

8 

[0080] mm> i 2 1 

N, N-^f;^A7U' (8 5ml) ^<DN- 

(3-=Fn7 I= ;u) -:yX7U* (4. 1 2 g) 
K, 5°C-?7m{ti-hV (7 4 8mg) £-JP;tfc 0 

5°c-eio^r B i ^©^sa-es o^trflWLfc, 5°c 

(C^SU a^ft^^V (2. 12ml) 5rJPX.fc„ 5 

t-eio^iw, *©ftijn?5 0^iani^Lt o «tRL 

ftV^± 5* (2 0 0ml) ftll^/V (200 

ml) £r#Rx., ^-SLfco 7k (£-2 0 Om 1 C0*T*2 

0) . u Si?^->^-efflL, « 

/V) £fflt^T*fSiU N-pifvW-N- (3-= 
Fn7i^) ^yX7? F (4. 0 5g) £r#fc„ 

rap : 101-102 °C 
IR(KBr) : 1 6 4 8 cm" 1 

MS : 2 5 7 (M+ 1) 

NMR (DMSO, 6) : 3. 43 (3H, s) , 7. 
2 3- 7. 3 3 (5H, m) , 7. 53 ( 1 H, dd, 
J = 7. 9Hz, 7. 9Hz), 7. 62 (1H, dd 
d, J=7. 9Hz, 2. 0Hz, 2. 0Hz) , 8. 
01 (1H, ddd, J=7. 9Hz, 2. 0Hz, 
2. OHz) , 8. 12 (1H, dd, J = 2. OH 
z, 2. OHz) 

H-j^t :C;65. 62, H;4. 72, N; 10. 9 
3 

:C;6 5. 4 2, H;4. 68, N; 10. 8 

4 

[0081] mm\2 2 

N-^/V-N- (3-=-Fo7i=/l') ^yX7 5 K 
(1. 9 2g) (D\-)V^y (10ml) ^U^K, ~S. 

mt-vy (i. o g ) fcjn*., mmr, 1. sRjwjn 

(->!J*y/V5 0 g, 1 : l-^rf-y : WC*f 

uy^i ■ 2, Sv^*5 0 0 : lSft^fi^y/^y 
-/v) -tffitSfiU N-y^/v-N- O-^FP?!^ 
/V) ■<yy*ft7 5 K (1. 6 6 g) &#fc 0 
mp: 112-115 °C 
I R (KB r) :1 5 2 7 cm" 1 



MS : 2 7 3 (M+ 1) 

NMR (DMSO, 5) : 3. 8 3 (3H, b r 
s) , 7. 1 5-7. 2 4 (5H, m) , 7. 5 4 (1 
H, dd, J = 8. 2Hz, 8. 2Hz) 7. 68 (1 
H, d, J=8. OHz) , 8. 04 (1H, d, J = 
8. 4Hz) , 8. 19 (1H, s) 

fWffi: :C; 61. 75, H;4. 44, N; 10. 2 
9 

HS'JIfi :C; 61. 99, H;4. 42, N; 10. 2 
5 

[0 0 8 2] 2 3 

N-^/P-N- (3--Fp7x-^) -<^;W 
5K ( 0 . 8 0 g ) , 3 Vit* (5ml) , Tir h 

(5mi) s?a-e- «6«#Lfc 0 » 

SSSr&feLT, S-^/P N-pt^vV-N- (3-~ 
Fb7!s;v) ^/ft^^y^Ag-^K (l. 2 

9g) **ft0WiLT#fc, 
[0 0 8 3] SJjg^lJ 2 4 

$Bt#!l2 9 ir^«i^LTN 1 -7<f-/V-N 1 - (3-=h 

MS : 2 5 6 (M+ 1) 

NMR (DMSO, 6) : 3. 44 (3H, s) , 7. 

2 5-7. 4 3 (7H, m) , 7. 7 7 - 7. 8 3 (2 

H, m) , 8. 3 4 ( 1 H, b r s) 

NMR (CDC l a , 6) : 2. 9 (1 H, b r 

s) , 3. 56 (3H, s) , 7. 2 2-7. 3 3 (7 
H, m) , 7. 81-7. 89 (2H, m) 
[0 0 8 4] mMM 2 5 

N 1 -^^;V-N 1 - (3-^(-P7i^k) ^yX7 5 
*Jy {0. 3 9 g ) , / 9 / —/V (10ml) , 1 0 % 
/n°9v??A$ (8 0mg) <7>?§?«£r, 7K**^#H^T 

-c«#* u s?at- 5 mrm l < «^ ufc„ -t 9 -r h &a 

LT*iiU fSLt, 3- (N'-^f/K?;^ 
•^7 5/) 7=!)y (0. 2 8g) £r#fc„ 
mp : 166-16 7t 

I R (KB r) : 3 4 0 6, 3311, 3151, 16 
49, 1587, 1558cm" 1 
MS : 2 2 6 (M+ 1) 

NMR (DMSO, 8) : 3. 27 (3H, s) , 4. 
9 9 (2H, b r s), 6. 08 (1H, dd, J = 
7. 9Hz, 2. OHz) , 6. 18 (1H, dd, J 
= 7. 9Hz, 2. OHz) , 6. 24 ( 1 H, dd, 
J = 2. OHz, 2. OHz) , 6. 76 ( 1 H, d 
d, J = 7. 9Hz, 7. 9Hz) , 7. 64 (1H, 
b r s) 

H-*ffi+ (H 2 0) 0 . 2S : C ; 7 3. 18, H ; 6 . 8 
0, N ; 1 8. 2 9 

USHB :C;73. 00, H;6. 75, N; 18. 0 



-13- 



7H 



10.46 



(H 2 0) 9/ 
8 4, N ; 8. 17 
0. 40, H ; 6. 16, N;7 



7 0. 



[0085] mmwi 1 5 

Mf!l6t^itaTN-[3- (N^X/WC 5/ 
^y^/VT?/) 7i=;H-l-7;i'ti/>'*M ;) f 

mp: 159-160 °C 
IR (KBr) : 1674, 1655c m" 1 
MS : 4 1 8 (7 !!—#:+ 1) 

NMR (DMSO, 6) : 3. 55 (3H, s) , 4. 
16 (2H, s) , 7. 0 0 (1 H, d, J = 
z) , 7. 1 7-7. 9 8 (1 2H, m) , 7 
8. 0 1 (2H, m) , 8. 12 ( 1 H, d, 
8Hz) , 9. 5 5 (2H, b r s) , 
(1H, s) 

H-JMI+ (E tOAc) 

0 7, H 

mmm ■. 
[0086] m&m 2 6 

3-=Fp7^!)y (4. 1 4 g) , S-l.#6£ (4. 0 
3 g ) , 4 - fvWT 5/tf!Jv?V ( 1 2 2 m g ) , 
l-[3- X/VT 5 / 7°o tVV) -3-3i^/V* 

A-#^5K'j»S (6. 9 0g) , igft^^WV 

(60ml) ^?&T'-tfeit#LfCo IfS^ 

xA- (2 0 0ml) -ffftfiU (3 
0) , *, *7k»ftThy 7^zk2g« (30) , 

*Lfc 0 S«a:^d>foSSB*L, N- (3-=hP7 
is/lO /<yX7 5K (4. 20g) Sr^efewSfftt 

mp : 158-160 °C 

1 R (KBr) : 3 3 5 9, 3300, 1 6 5 8 cm" 1 
MS : 2 4 3 (M+ 1) 

NMR (DMSO, 5) : 7. 52-7. 71 (4H, 
m), 7. 94-8. 03 (3H, m), 8. 20 (1 
H, ddd, J = 8. 2Hz, 2. 1Hz, 0. 9H 
z) , 8. 82 (1H, dd, J = 2. 1Hz, 2. 1 



Hz) , 10. 7 1 (1H, b r 

TcJlt^W : 

fhgLjfi+ (H 2 0) 1/5 : C ; 6 3. 
6, N ; 1 1 . 4 0 

mmm ■. c ■ 6 3. 44, h ; 3 . 



s) . 



5 1, H ; 4. 2 



3 9, N ; 1 1 . 



[0087] mmm 2 7 

h/Kny (10ml) >fN-(3--hn7i-/W)'<y 
XT5K(2. 19g)|;, I^U^ (0. 5 6g) 
fcJPfcfc. S«T 1 WM L7t 0 £ 6 jc3E*ft 5 i/ 
(0. 5 6g) SrAPx., Se>JciNFHJti«L,fc 0 ftfli 
U mt^^-uy (4 0ml) T«#$5U v-y#X>7J 
7A(->!)Af;V5 0g, 2 : l&'ft^xWV : -^f- 



V, ftV^'3 : 1, fc^^W^fi/y)©!^ 
i-ESa^\ ^f-V (10ml) 1iW7!I-tU 
JRJfeU 2B#IWSM£L-C, N-(3-=Fd7x=/V)^ 

K (1. 1 9 g) £#fc„ 
mp : 148-149 °C 
I R (KB r) : 1 5 3 5 cm" 1 
MS : 2 5 9 (M+ 1) 

NMR (DMSO, 6) : 7. 4 5- 7. 5 7 (3H, 
m) , 7. 74 (1H, dd, J=8. 2Hz, 8. 2 
Hz) , 7. 8 5-7. 8 8 (2H, m) , 8. 13 
(1H, dd, J = 7. 4Hz, 2. 2Hz) , 8. 2 

9 (1H, d, J=8. 7Hz) , 8. 94 ( 1 H, 

s) , 12. 10 (1 H, s) 

f+^iit :C;60. 45, H;3. 90, N; 10. 8 



HSIffi : C ; 6 0 . 4 7, H ; 



N ; 1 0. 



[0 0 8 8] m&M 2 8 

N — (3-=Fd7i=;V) ^y/fi7 5 K (0 . 8 
4g), T±h=-hV/V (15ml) , 37lWf^ 

(5ml) 2 5 l$IW)«#Lfc. 

SSttSrSifeU »^SHxf/K5 0ml)eDt IS 

Lfc„ S/!)*7';l'*7A(i'!J*y;l/5 0g, 9 : 1^ 

U s-^xvu N-(3--fP7i=;i/)-<y/ft 
-T 5 X- b ( 0 . 6 5 g ) frWfc 0 
MS : 2 7 3 (M+ 1 ) 

NMR (CDC 1 3 , 5) : 2. 48 (3H, br 
s) , 7. 0 0-8. 0 0 (9H, m) 

[0089] mmm 2 9 

S-7<^A- N-(3--hc7x=/VHy/W5 
x-b (0. 6 5g)t, /V«f> 4 0%CD^xA" 

t$> (iomi) ^ipx.fc 0 4mm^WL 

fco /—/Utp4 Oo/off-SUT^y (10m 

1) ^tjdx, t5 1 BfiMSLfco ?gSM*u * 

U m.W?1s>-Vt6UUL1t(£b\£2®, #5 0m 

1), «^^>'7at«l, s*l/-c 0 ^y*y 
wyi^p? h^77^-(Sfyfvy/^;- 

?y) -3-sFn^y (0. 4 5g) Sr#fc, 
mp : 93-95 °C 

1 R (KB r) : 3 2 9 0, 1589cm -1 
MS : 2 5 6 (M+ 1 ) 

NMR (DMSO, 5) : 2. 88 (3H, d, J = 
4. 6Hz), 6. 88-6. 95 (1H, m), 7. 
12-7. 35 (6H, m), 7. 39-7. 60 (2 
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H, m) 

tE»#W : 

W-JMS+ 5 K) 1/5 : C ; 6 6. 

3 7, H ; 5. 2 8, N; 15. 88 

HSJffi : C ; 66. 0 1, H;5. 25, N; 15. 6 

2 

[0 0 9 0] 3 0 

1- (N'-^f/VT^^PfyT^/) -3- 
sFn^V (0. 40g),|»(l. 0g),I 
ftry^s^A (0. 1 g) , a:^/— A* (1 0m 

1) , * (5ml) roii^*«raBKTll*MJnf»Lfc. 

(100ml)tt#U @*Lfc 0 ^fty^i^ (5 0 

m i ) tft/Xi^ h y ? (50mi) \mm 
Ltz 0 mt^ s fu>^mtaLtz(2m, #25 
mi). ^t>^tz.^mm^mm^^^yyj>.^mm^ 

- aw ^ f - u y * / -.^/ r = r ) -car*! 

U ^^^/-/V^SgfllU 3-(N i -^^T 

j/^Dfyr^/jT^yy (0. 34 g ) 

mp : 139-140 °C 

IR(KBr) : 3 3 4 8, 3 2 2 8, 1 6 1 6, 1 5 
8 5, 1 5 4 7 c m _1 MS : 2 2 6 (M+ 1 ) 
NMR (DMSO, 6) : 2. 79 (3H, s) , 4. 
6 3 (2H, b r s) , 5. 6 5 (1H, d, J = 
7. 8Hz) , 5. 8 3 (1 H, b r s) , 5. 94 
(1H, d, J = 7. 8Hz) , 6. 6 1 (1H, d 
d, J =7. 8Hz, 7. 8 Hz) , 6. 78 (1H, 
br s), 7. 18-7. 35(5 H, m) 

H- IMS :C; 7 4. 64, H ; 6 . 71, N; 18. 6 
5 

Hfflffi :C; 7 4. 30, H ; 6 . 77, N; 18. 5 
0 

[0 0 9 1] mi&m 1 6 

3 - (N 1 - ^ f ;V7 5 / y f>7 5 / ) 7^ 'J V 

(113mg), 1-7;^^A/V#>S (10 5m 
gh 4-v^^/VTS: / t°y v?y (12mg), 1- 
[ 3 - (v^ fvUT 5 y f» - 3 -az^/V^/WJ}?^ 
^5K-Stfi(192mg),I«fl/y (2. 5 

ml) roi&&%Sr, SfiT-2 0RS»#bfc o ffi&^fvp 
( 1 0 0 m 1 ) ^ffiffj U h y * A*^fS( 3 

0, #5 Oml), ^Trti£*T'gfcim «E«v^ 

(^^ f-w/tz ; -;v, m^mt* 

^7-/veS|g||b, N-[3- (N'-^W?/'? 

y^PfVr^;) 7i=;v]-i-7;v*i'yA/v* 

K (7 3mg)Sr#fc 0 



mp : 114-116 °C 
I R (KB r) : 3 2 8 2, 1649cm" 1 
MS : 4 1 8 (M+ 1) 

NMR (DMSO, 5) : 2. 88 (3H, s) , 4. 
1 4 (2H, s) , 6. 1 9 (1H, b r d, J = 
7. 4Hz) , 6. 95 (1H, dd, J = 7. 8H 
z, 7. 8Hz) , 7. 2 0-7. 4 5 (1 0H, 
m), 7. 53 (1H, dd, J =7. 6Hz, 7. 6 
Hz) , 7. 6 0-7. 6 9 (2H, m) , 7. 96 
(1H, d, J=8. 2Hz) , 8. 08 ( 1 H, d, 
J = 6. 5Hz), 10. 06 (1H, br s) 

7tm#m : 

IHMt+ (H 2 0) x : C ; 7 7 . 22, H;5. 79, 
N ; 9. 6 5 

HSyffi :C;77. 17, H;5. 98, N ; 9 . 37 
[0 0 9 2] mt®\ 3 1 

S-^f/U N-(3-=bD7x=;l-)'<yyW5 
5 s - h (0. 84g)t^f;v7?y-SiS (3. 
0 g) ©jg-g-ifeSr, 19 0tT*3 0#H'B)Pf5Lfc o jfcfc 

(2 0, #2 5ml), ^fcttt»J:M*(5 0m 
D+lNzk^ft-7-hy <7A (5ml) <Z)7K^«T-gfe# 

fc, ->!)*W7A^DvF^77^-»fl^ 

V^;^)«U l- (n\ n 1 -^^ 

( 0 . 2 4 g ) 
MS : 2 7 0 (M+ 1 ) 

NMR (DMSO, 5) : 2. 9 7 (6H, b r 
s) , 6. 8 8 (1 H, d d, J =8. 2H z) , 7. 
10-7. 22 (4H, m) , 7. 2 4-7. 3 7 (3 
H, m), 7. 49 (1H, dd, J =8. 2Hz, 
2. 1Hz) . 
[0 0 9 3] M&M 3 2 

0 hmm^LX 3- (N 1 , N 1 -vM3vVTS 

/^yf^?;) r=y>-3r#fc 0 

mp : 7 8-8 It: 

IR (KB r) : 34 2 9, 3332, 3220, 15 
7 7c m" 1 

MS : 2 4 0 (M+ 1) 

NMR (DMSO, 6) : 2. 82 (6H, s) , 4. 
59 (2H, br s) , 5. 60 ( 1 H, ddd, J 
= 7. 8Hz, 2. 0Hz, 2. 0Hz) , 5. 77 
(1H, dd, J = 2. 0Hz, 2. 0Hz) , 5. 8 
7 (1H, ddd, J=7. 8Hz, 2. 0Hz, 2. 
0Hz) , 6. 55 (1H, dd, J = 7. 8Hz, 
7. 8Hz), 7. 05-7. 11 (2H, m), 7. 
23-7. 31 (3H, m) 

[0094] mm 1 7 
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/VT^/^Dr^T?/) 7x-/H-l-7^t 

m p : 1 1 1 - 1 1 3 °C 
I R (KB r ) :1 6 4 9 cm" 1 
MS : 4 3 2 (M+ 1) 

NMR (DM SO, 8) :2. 89 (6H, br 

s) , 4. 13 (2H, s) , 6. 14 ( 1 H, d, J 

= 8. 7Hz) , 6. 88 (1H, dd, J = 8. OH 
z, 8. OHz) , 7. 05-7. 21 (4H, m) , 

7. 2 4-7. 7 0 (8H, m) , 7. 98 ( 1 H, d 
d, J=7. OHz, 1. OHz) , 8. 08 ( 1 H, 
dd, J = 7. 3Hz, 1. OHz) , 10. 00 (1 
H, s) 

ffm$.+ (H 2 0) 0 5 :C; 7 9. 07, H;5. 9 
5, N ; 9. 5 4 

HMffi :C; 7 9. 26, H;5. 94, N;9. 33 

[0095] m&m 3 3 

®BiM2 6ii«tU4-^nti-N-(3-=hn 

mp: 185-186 °C 
I R (KB r) : 3 4 0 6, 1 6 9 1 cm" 1 
MS: 277, 279 (M+ 1 , C 1 \n\{±W) 
NMR (DMSO, 6) : 7. 6 2 - 7. 7 2 (3 H, 
m), 7. 94-8. 06 (3H, m), 8. 19 (1 
H, dd, J=8. OHz, 2. 1Hz) , 8. 79 
(1H, dd, J =2. 1Hz, 2. 1Hz), 10. 

7 6 ( 1 H, s ) 5c*#*f : 

tHfMt+ (H s O) 1/1G :C;56. 07, H;3. 3 
3, N ; 1 0. 0 6 

MWM :C;55. 84, H;3. 13, N ; 9 . 94 
[0 0 9 6] W&m 3 4 

mmi2 7t^itLt4-^DP-N-(3-=hD 

mp: 164-166 °C 
IR(KBr) : 3 3 2 8, 1 5 2 0 cm" 1 
MS: 293, 295 (M+ 1 , C 1 m&#) 
NMR (DMSO, 8) : 7. 57 ( 2 H, d, J = 

8. 6Hz) , 7. 74 (1H, dd, J = 8. 2H 
z, 8. 2Hz) , 7. 91 (2H, d, J = 8. 6H 
z) , 8. 14 (1H, dd, J=8. OHz, 1. 8 
Hz) , 8. 25 (1H, d, J=8. 7Hz) , 8. 

8 8 (1H, s) , 12. 1 5 (1H, b r s) 
TC^^W : 

tmiU+ (H 2 0) 0 3 : C ; 5 2. 37, H;3. 2 
5, N ; 9. 4 0 

HSM :C;52. 37, H ; 2 . 94, N ; 9 . 34 

[0097] m&m 3 5 

Mitm 3 o t mm\c lt 3 - 



mp : 180-181 °C 

IR (KB r ) : 3 3 8 8, 3176, 1520cm" 1 
MS : 2 6 3, 2 6 5 (M+ 1 , C 1 mitfe) 
NMR (DMSO, 8) : 5. 2 1 (2H, b r 
s) , 6. 46 (1H, dd, J=8. OHz, 2. 1 
Hz) , 6. 85 (1H, dd, J = 8. OHz, 2. 
1Hz) , 7. 02 (1H, dd, J=2. 1Hz, 
2. 1Hz) , 7. 04 (1H, dd, J=8. OH 
z, 8. OHz) , 7. 51 (2H, d, J=8. 6H 
z) , 7. 80 (2H, d, J=8. 6Hz) , 1 1. 
5 7 (1 H, b r s) 
7C*##f : 

ffj[ffi+ (CH 2 C 1 2 ) 0 05 + (H 2 0) 0 4 : C ; 5 

7. 16, H ; 4. 37, N; 10. 22 

HSM :C;57. 15, H;4. 04, N; 10. 1 

4 

[0 0 9 8] 3 6 

W&M2 6 t^liarN-[3-(4-^Dn^yyf 
^-T$7)7^^/v]-l-7/v^-wy*/v^>lJ-? K£r 

mp : 255-256 °C 

1 R (KB r) :1 6 4 9 cm" 1 

MS: 4 5 5, 4 5 7 (M+ 1 , C 1 InHftftO 

NMR (DMSO, 6) : 4. 20 (2H, s) , 7. 

32-7. 76 (11 H, m), 7. 87 (1H, d, 

J = 8. 6Hz) , 7. 97 (1H, d, J=6. 7H 
z) , 8. 12 (1H, d, J = 7. 1Hz) , 8. 3 

2 (1H, s), 10. 49 (1H, s), 11. 88 
(1H, s) 

5E*£*f : 

fHW6+ (H 2 0) 0 . 3 : C ; 7 0 . 44, H ; 4 . 2 
9, N ; 6. 0 8 

HS'Jffi : C ; 7 0 . 43, H ; 4 . 16, N ; 6 . 15 
[0 0 9 9] mMM 1 8 

N-[3-(4-^DP^y/f*7?/)7x^/H-l 
— 7/v-$rvy%;v-$3c-$-* K (0. 1 5 g), Tir h~ 

by/V (4ml) , 3^ft7<^/V (4ml)©Mft 
Sr, £iTC7 2B#F f J3ift#U fF7tFP77> (4m 

1) i2 8%7y^7* (2ml) fcto*.fco Sfi-t? 
4 8 S»if* (10 0ml) £JP;i, * 

(3 0, #5 0ml), jaS*(5 0ml)-eftjfU *K 

*7A^p-7F^77^(£fyfvy/^;-*) 

■tfWffiU ^LT^/-/V^Bfef B U N-[3-[N 
'-^f/W 5; (4-7PC<y^)7?7]7x = 
;H-l-7;VtW>'*mt5H (3 6mg)£# 

mp : 193-194 °C 

IR(KBr) : 1 6 5 3, 1589, 1550cm" 1 



MS : 4 5 2, 454 (M+ 1 , C 1 m&W) 
NMR (DMSO, 5) : 3. 39 (3H, s) , 4. 
15 (2H, s) , 6. 72 (1H, d, J = 9. 3H 
z) , 7. 16 (1H, dd, J=8. OHz, 8. 0 
Hz), 7. 35-7. 46 (7H, m), 7. 5 1- 

7. 70 (4H, m) , 7. 97 ( 1 H, d, J = 6. 
5Hz) , 8. 1 1 (1H, d, J=6. 9Hz) , 

8. 25 (1H, br s) , 10. 2 8(1 H, 
s) . 

Ttrnfrtf ■■ 

fWifi+ (H 2 0) D 4 : C ; 73. 24, H ; 5. 0 
0, N ; 9. 15 

HSW :C;73. 2 1, H;5. 10, N ; 8 . 97 
[0100] 3 7 

1 /P^VitfyHU. 0 g)©^Pn^^ 

y(10ml)«> S?lT?3--hnT-y > 
(0. 6 5 g) t 1 -(3-i^^./Kr5/:/ntf>)-3 

? k • m.mm.( 1. si g ) &apx. 
fc„ ^ta-e 7 o mmmn Lfc«, R«a^*t* t br* 

0 %^^^VT*Sm-f5v' 3*Wl00ml)?rfl 
l«7A^n-rF^77-f-f«SU N-(3- = 
1 -%SW<S—Sl>#J>l'tf3r-9-* K(2 2 

5mg)£#fc 0 

LD-mass;332. 2 (tn/ z , [M+H] + ) 
NMR (DMSO-d 6 , 6) : 7. 10-7. 50 
(3H, m) , 7. 6 0 -7. 8 0 (2H, m) , 7. 
95-5. 08 (1 H, m), 8. 10-8. 30 (3 
H, m) , 8. 4 2 (1H, d, J = 7. 3Hz) , 

9. 00-9. 10 (1H, m) , 10. 83 (1H, 
s) , 11. 6 0 (1H, s) 

[0101] Waffl 3 8 

N-(3 -= Fn7x=/V)- 1 -%/W*y— /VD/Vtf*- 
t;K(2 2 0mg)©fh7t KP77V(6ml)i^ 
^-M2ml) CD?S^K*!§i«(-/^ mR(10 
%, 5 0 %ffi5£, 4 0 m g ) SriRx., #ibtbfc?g-g*£ 

t)i©«Tt3 B#w**fbLfc 0 ttiMiiiaot 

— /Hf^L, N-(3-7^7i=*)-l-A;^ 
-/—frUflsm*?* % K( 7 9 m g) ft#fc„ 
APC 1 -ma s s : 3 0 2 (m/ z , [M+H] + ) 
NMR (DMSO-d 6 , 6) : 5. 09 ( 2 H, 
s), 6. 90-7. 50 (6H, m), 7. 70 (1 
H, d, J = 8. 1Hz) , 8. 06 (1H, d, J = 
7. OHz) , 8. 16 (1H, d, J = 7. 9H 
z) , 8. 34 (1H, d, J = 7. 4Hz) , 1 0. 
0 8 (1 H, s) , 1 1 . 4 5 (1 H, s) 
[0102] H*#iJ 1 9 



N-(3-T5/^3i - 1 -A;W^/-^*^#> 
fSK(7 5mg) <D^9S -/K 5ml) (pBiSWRt S - 

sO-/?-** 5 X- h • 3 ^ft** 7 0 

mg)%M, »^»»9 0 < CT*2Btf| s WPfiLfc o 7f?S 

pp^yif>o-20%^; -/vTi$tt]-f 
-[3-(-f ^/^y-^r?/)?!^]- i -%/w< 

S-/l<#/ls7$*y- 5 F ( 5 1 m g ) Sr#7t„ 
APC 1 -ma s s : 4 0 5 (m/ z , [M + H] + ) 
NMR (DMSO-d 6 , 6) : 6. 48 (2H, br 
s), 6. 65 (1H, d, J =7. 6Hz), 7. 
10-7. 65 (9H, m) , 7. 70 ( 1 H, d, J 
= 8. 1Hz), 7. 80-8. 07 (2H, m), 
8. 07-8. 25 (2H, m), 8. 36 (1H, 
d, J = 7. 6Hz) , 10. 3 1 (1H, s) , 1 

1. 5 1 (1H, s) 
[0103] 3 9 

2, 3-^^-7 — fyK-*A/v#yS(o. 5 
o g )c-y : !'PP^yif»3-S£S7'F^y* 

^;V7?/7^yy(0. 55g)tl-(3-^ 
=f)VT 5 / 7*P t» - 3 -^lVti}Vif^y^ U'-I 

tt£< i . 2 7 g ) zmmxmz-tc 7 0 mmmw 

gftb/c, «ET-e«*U»itSr», n 

v * 0 . 5 % - 5 %a«:r. ^vv-e^w-f 5 *y V # y/u 

(1 0 0m 1 )£fflVVfc#7A*n-7 b^77y-t»|S 

~M - 2 , 3 - 7-^y K-zV^/V^^rf- 

5 K(3 8 3mg)£#fc„ 

APC 1 -ma s s : 3 8 0 (m/ z , [M + H] + ) 
NMR (DMSO-d 6 , 6) : 1. 49 (9H, 
s) , 2. 18 (3H, s) , 2. 3 6 (3H, s) , 
7. 00-7. 13 (2H, m) , 7. 20 ( 1 H, 
t, J = 8. 2Hz) , 7. 4 3 -7. 5 3 ( 1 H, 
m), 7. 59 (1H, d, J = 7. 7Hz), 7. 7 
2 (1H, d, J = 7. 7Hz) , 8. 07 ( 1 H, 
s) , 9. 3 6 (1 H, s) , 10. 18 (1 H, 
s) , 10. 7 2 (1 H, s) 
[0 10 4] $BtM4 0 
N - ( 3 V *c*yj])V^,VT 5 / 7i=A-) 

- 2 , 3 - >m fvv- 7 — r y k— /i^a-^-u- 5 K 

(3 7 4mg)O^PP^y(0. 8ml)tT-y- 

;K0. 4ml)0M«|;F9 7^tpfti 

(1. 2mi)£«?a-c#px.fc 0 3 i$iw Lfc 
ja^»*«EETT?«*L, »-^pp^?yf 

«RU ^8?# !> 0%) b^MMxmnx 
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lN-(3-7^7i-/V)-2, 3-^7*^-7- 
y y Y-fls* 5 K£#, $ ?>K:fifiKtfT 

[0105] ^KfiJ 2 0 
tlN-(3-r^7x=;V)-2, 3-^9^-7 
— fVF- /V*/V^>f"? K©3i^/— A- (2ml) fp 

**H±g(l 3 7mg)ai ^Lrl^9 0tt 

^n^y^ sit* y ? a**« ( i o %> 

1-2 0%y ^/-;vtIfflt5->!)*y/H:ffl^fc* 
7A^n-rh^77>f-t«tlU N-[3-W^y< 
7-^;v75/)7i=;H-2, 3-^^-7 — 
K-/v*/v*>f- 5K(lllmg) £r#fc 0 
LD-ma s s : 3 8 3. 3 (m/ z , [M+H] + ) 
NMR (DMSO-d 6 , 6) : 2. 18 (3H, 
s), 2. 36 (3H, s), 6. 55 (2H, br 
s) , 6. 64 (1H, d, J = 6. 4Hz) , 7. 0 
7 (1H, t, J=7. 6Hz), 7. 25-7. 68 

(7H, m) , 7. 7 3 (1 H, d, J = 7. 7H 
z), 7. 90-8. 10 (2H, m) , 10. 14 

(1 H, s) , 10. 7 6 ( 1 H, s) 

[0 10 6] K5g«4 1 

2, 3-->?v-<yT/-7 -4yV— )Vj3jV&yWL 
(0. 20g)W^^nB^^y(5ml)tMI^ 1- 
t Kndr-^W byry~/K0. 161g)il- 
(3 -5?7« fvVT ?y7"D fcW) - 3 -aL^Vlofr/WjffSM 

5 k • mmmio . 2 8 6 g) firm tot. nra-c2 

/V75;7=P7(0. 2 0 7 g)t4-^W5/ 

tru i?y(o. i 4 5 g )^?ir?ar^itrAPx.fc 0 #?rc 

7 0 Lfc«, t^np^v 

©jSr^a^AtU, 77(81 U7t*«S*7Kt^7fcT'i5fe# 

#, rtt^v'-ry^'ntV^-^/VTr^L, N-(3 
-mH«7 , >^^77/VjK=/VTS:/7^^/V)-2, 3 
-^p^t/-7-^>-K-A#/W^1J-^ K 
(0. 3 2 5 g)£#fc 0 

APC 1 -ma s s : 2 9 2 (m/ z , [M- B o c + 
H] + ) 

NMR (DMSO-d 6 , 6) : 1. 49 ( 9 H, 
s), 2. 35-2. 60 (2H, m), 2. 65- 
2. 90 (4H, m) , 6. 9 7- 7. 3 0 (3H, 
m) , 7. 40-7. 60 (2H, m), 7. 71 (1 
H, d, J = 7. 5Hz), 8. 08 (1H, s), 
9. 36 (1H, s), 10. 19 (1H, s), 1 
0. 9 5 (1 H, s) 



[0 10 7] ©5tM4 2 

N- ( 3 — %=Mcf V *yj}/vtf~/vT 5 7 7i=yH - 
2, 3-->^a'<V7 1 /-7--r>-K-/V*/V#>f-$ 
K(0. 3 0 3 g)O^nc^?7(0. 6ml)t7= 

y-/Ko. 3mi)©jft^*f»iSM, ftta-c mj 7a- 

^nfflflfeCo. 9ml)SriPx.fc„ SfiT' 1 f$ffitft# Lfc 
U KlgTJ y f7A*M«(l 0%) t^m*7?M(7Tgfe# 

*K r^^-fyT-p tv^-r;k-e©#L, n-(3 

-75;7s=/l')-2, 3-7?n^77/-7-^ 
V K-A'J&A'tf*'* 5 K(0 . 1 6 1 g ) £#fc„ 
APC 1 -ma s s : 2 9 2 (m/ z , [M + H] + ) 

[0108] HJtM 2 1 
N-(3-7577i-;l-)-2, 3-7^^777- 
7 -4 yV-^/^^-f?. K(5 Omg)®!^;-^ 
(2ml)«i$CS-^/V ^7^W?f-F 

•3 7ft*iiS(4 8mg)^B^ *LT*:©iR3* 

^9 0°c7?2B#r B iMbfc o mmcftMi-fzm. fcfom 
&®%i??vv*#yb$im%y v&ymm (10%) 

^*y !7A-ete»u «jET-ea*ufc. n 
p^7>ci-2o%^y -/vT^m-rs v y 

?rffll^*7A^PTF77 7^-f»|SU N-[3 
-W5/'<yi 5 ;>75/)7i^]-2, 
^y7/'fyK-^-7-*;^t$ K(l 8mg)& 

APCl-mass:395 (m/ z , [M + H] + ) 
NMR (DMSO-d 6 , 6) : 2. 30-3. 00 
(6H, m) , 6. 4 0- 6. 9 5 (3H, m) , 6. 
9 5-8. 10 (11H, m) , 1 0 . 2 7 ( 1 H, 
s) , 10. 9 8 (1 H, s) 

[0109] mmu 3 

2-tK7^/g|.fMI(3. 8 1g)©ftt(2 
4ml)*»»«icffjt-ei, 1, 1-FP7MD- 
2-Zfdt/y (2. 5g) (Dmm (6ml) fSHftSriB 

t ufc 0 fifja-e i u#wfi# ufc«, *&e*& 1 mm 7 0 
■c-e»aLfco i^fttlS(6N, 2 4 m 1 ) 

%hntzU^*l 1 0Wf)t6. 5B#W*#b 

tz 0 n^m^{6 0 m 1 ) srjn^., 5°aa^n 

bfc 0 ^P,ti,fctfcJ»«>Sr«ifiKJ;oTi|K*L, ^*7?gt 
#-U 3-^f;>-2-Ml7;utp^f^-7-^y 

K-AtfA^ftC 0 . 7 8 g ) 
LD-mass:242. 1 (m/ z , [M-H] + ) 
NMR (DMSO-d 6 , 8) : 2. 44 (3H, q, 
3 = 2. 1Hz) , 7. 26 (1H, t, J = 7. 7H 
z) , 7. 93 (1H, d, J = 7. 7Hz) , 7. 9 
8 (1H, d, J = 7. 7Hz) , 11. 13 (1H, 
s) , 13. 22 (1H, br s) 
[0110] Siig#IJ 4 4 



3 -tf-fr- 2 - IV 7;^a^f;v- 7 — -i > Y~->v 
*/lsy$>m(0. 2 0g)(O^DC^^y(8ml)>t'I 
m\Z. l-kKn*>"<y/h!)7/'-/K0. 133 
g)tl-(3-W 3vVT 5 7 fcVV) - 3 -^^/V 
*A<«*M 5 K • figfc£(0 . 2 3 7 g ) £Mtf"G!jPx. 
fc„ tfiT2ft^»#LfcfL Settle 3 -»3R:/ b 
? /T=y v(o. 17 1g)H-^ 

y r/vr ?/fy^y(o. 1 2 2 g ) ^fiT-MtTTip 
^?a-c7 oi^imiwufcft, Rmm&®%&tm 

p"ifS#b> N - ( 3 -fHiT 1 h ■**/%A'i£=.fl'T 
% ;7i=;v)-3 -y ^vv- 2 - MJ 7;^P^fyi/ 
- 7 --f > K-A-tfA^-fl- 5K(2 0 4mg) £#fc 0 
APCl-mass:334 (m/ z , [M-Boc + 
H] + ) 

NMR (DMSO-d 6 , 5) : 1. 49 (9H, 
s), 2. 44 (3H, q, J = 2. 1Hz), 7. 0 
5-7. 36 (3H, m) , 7. 47 ( 1 H, d, J = 
8. 4 Hz) , 7. 82-8. 15 (3H, m), 9. 
38 (1H, s), 10. 39 (1H, s), 11. 4 

I (1 H, s) 

[0 111] »ig«4 5 

N - ( 3 -%^Mcf b * %/%flsR^fi>T % y 7 a: ~/V) - 

3 -y 9vu- 2 - hj y ?vv- 7--fy k-a- 

*/^tU*(0. 19g)ro-^nn^?y(0. 4 

mi)ir=y-;Ko. 2m\)<nm&m*?mm^ % 

5. "CM;7;V^-nfpK(0. 6 m 1 ) ^Px.fc 0 M."? 
1. 5B#M»}^Lfc«, fi£ttfc«ffiTT?B*Lfc. a 

J±T7?§*U ISN-(3-7?/7i=/V)-3-^ 
fvv- 2 — h y y fvv— 7 -4 > K— ;V%/Vi$ 

RcDXSi-ftffl bfc„ 

APCl-mass:334 (m/ z , [M+H] + ) 
NMR (DMSO-d 6 , 6) : 2. 44 (3H, q, 
J = 2. 1Hz) , 5. 08 (2H, s) , 6. 25- 

6. 40 (1H, m) , 6. 8 2- 7. 3 5 (4H, 
m) , 7. 9 1 (2H, d, J = 7. 4 H z) , 10. 

II (1H, s), 11. 39 (1 H, s) 

[0112] mmm 2 2 

ffiJSN — ( 3 — t 5; ;7i^)-3 -y<?vv- 2 - b y 

7-^> K— Ao&^tf^l^ K(7 5 
mg)©i^/-/K2ml)Wfc S-y^/W 

^/w^t-^ • avwmwm.{& 1. 2m g > 

£rAP X. , iS^» £ 9 0 °C X' 2 f^HAPffi b fc 0 fi* "Cft 

SJbfcfL SJS^s^Sr^y opy y^t^^y ?a 

(io%)« rn&wt \c ah, #m l 



fc 0 mtk*W nnyy^tpi-20%yyy -/vri§ 
tars y * ^fcffi^fc* 7A^c?F^77^-r- 

SffiUU N-[3-(-f 5;^;V75/)7x=/V]- 

3-y^/w- 2 - b y 7 -/fyK-;v 

UArttt 5 F ( 5 7 m g ) £r#fc„ 
APCl-ma s s : 437 (m/ z , [M + H] + ) 
NMR (DMSO-d 6 , 6) : 2. 43 (3H, q, 
J = 2. 1Hz) ,6.60 (2H, b r s) , 6. 
69 (1H, d, J = 7. 5Hz) , 7. 18-7. 6 
0 (7H, m) , 7. 80-8. 10 (4H, m) , 1 
0. 36 (1H, s) , 11. 45 (1H, s) 
[0 113] $i}£M4 6 

7--hn-l-7;VtyyM*>f (l. 28 
g) s n -7o/V-;V (25ml) , /<? b/Vai^X 
/w*ygt (1 6 0mg) ©i&g^£, JlffiT 7 2 ^MJB 

«iufc 0 sss-cftipu 3 0i>rf«»b, m^xmm 

KioTlR&U n-:/n/V-/VTi5fc#b(2[Ik # 
5ml), -BfeS&U n-7°nf;V 
-7;vii/y*/v#>yy- )- (1. 12g)£rR6» 

bT#fc 0 
mp : 1 3 3- 1 3 4 °C 

IR(KBr) : 2 9 6 6, 1711, 1520cm" 1 
MS : 2 9 8 (M+ 1) 

NMR (DMSO, 6) : 1. 04 (3H, t, J = 
7. 4Hz) , 1. 8 1 (2H, d t, J = 7. 2H 
z, 7. 2Hz) , 4. 31 (2H, t, J=6. 5H 
z), 4. 36 (2H, s), 7. 65 (1H, dd, 
J = 7. 7Hz, 7. 7Hz) , 8. 05 (1H, d, 
J = 6. 9Hz) , 8. 22 (1H, d, J=8. 5H 
z), 8. 31 (1H, dd, J =8. 5Hz, 2. 0 
Hz) , 8. 37 (1H, d, J=6. 9Hz) , 8. 
5 1 (1H, d, J = 2. 0Hz) 

: 

ft^t+ (H 2 0) 01 : C ; 6 8. 26, H ; 5 . 1 
2, N ; 4. 6 8 

*S!IW :C; 68. 21, H;5. 01, N ; 4 . 63 
[0 114] 7 

n-7°ntW 7 -~Yv- 1-7 ;Vir\/-Sl3JiVi$3ci/ 

u-h (l. 0 7 gh ft» (1. i g ), Iftry^ 

^<7A (0. 1 g) , n-7P/V-* (10ml) , 
7k (5ml) <DM&®%, aBET20^|«Jn?RLfco S 

is^MU -fe^-f b^iibrauiu i : iJ£fty 

fuy:^^/-;V(2 0 0ml)fi5tim g*L7t„ 
HWfl/y (10 0ml) (100ml) fcjgtflp 

U #BtU I{yfwyT'WLfc{2B, #2 5m 

iib. g*bfc„ -yy*7 s /v*7A(-yy*-7';v5 0 

g, 500 : lfifyfyy:^^7-;V»^2 5 
0:1, Rl/^-10 0 : l)Ti*$gU yyy-/vr-i? 
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JffiiiU n--fvi^;v 7 -T 5 / - 1 - 
/Vi$*i/V~Y (0. 8 0 g)£Sffi»fef B i LT# 

mp: 135-136 °C 

IR(KBr) : 3 4 5 6, 3 3 6 1, 2 9 6 8, 1 7 
0 7c m" 1 

MS : 2 6 8 (M+ 1) 

NMR (DMSO, 6) : 1. 02 (3H, t, J = 
7. 3Hz) , 1. 7 8 (2H, d t, J = 7. 2H 
z, 7. 2Hz), 4. 03 (2H, s), 4. 27 
(2H, t, J = 6. 5Hz) , 5. 3 0 ( 2 H, 
s) , 6. 61 (1H, dd, J=8. 2Hz, 2. 0 
Hz) , 6. 79 (1H, d, J = 2. 0Hz) , 7. 
42 (1H, dd, J = 7. 7Hz, 7. 7Hz), 
7. 57 (1H, d, J=8. 2Hz) , 7. 71 (1 
H, d, J = 6. 9Hz) , 7. 86 ( 1 H, d, J = 
7. 5Hz) 

itmftVr : 

f+^it+ (H 2 0) 01 :C; 7 5. 87, H;6. 4 
4, N ; 5. 2 0 

M9M :C;75. 67, H;6. 37, N;5. 23 

[0 1 15] MiMH 8 
Th7tKP75y (1. Oml) Srn-^DtVV- 7 
-T5 /- 1 -y>VirVl/fl)Vif^-yV— Y (2 6 7m 

gM^PjU ftl^-C* (0. 5ml) t^T4 8%7y 
(1. Oml) ^PxTCo 5°C-C7K (0. 5m 

1) tymffim-thVyj* (7 9mg)*Mfc. 10# 

0, #lml) ( 4 V-7u\£)V3L-^)V{2^ #lm 
l)-CSfc#U 5^KU (0. 4 2g)Ol>B4)S 

Lfc 0 ^>U>- (10ml) ^f«T, 3 0 #Wflnf» 
Lfc 0 ftiflU ffifls^u^ (10 0ml) tJ*RL, 
#*®ft^by !7^*^«^JPx., #ftU fifty 
^-U-tttUbfc (2 0, #2 5ml) 0 £*>tffc3pfiMfefc 

^*7A(V5*yA'5 0 g, 2 : 1 — : iM.it 

^fi/y, &v->-ei : i)-effi!Ku ^fy-e 

BISbIU n-7"nW 7-7/^0-1-7/^1^ 
b (0. 17g) ^afeWfefetLT 

WfCo 

mp : 81-82 °C 
IR(KBr) : 1 7 0 5 cm" 1 
MS : 2 9 3 (M + Na) 

NMR (DMSO, 6) : 1. 02 ( 3 H, t, J = 
7. 4Hz) , 1. 7 9 (2H, d t, J = 7. 2H 
z, 7. 2Hz) , 4. 2 4 (2H, s) , 4. 2 9 
(2H, t, J = 6. 6Hz) , 7. 26 ( 1 H, dd 
d, J=9. 1Hz, 9. 1Hz, 2. OHz) , 7. 
50 (1H, dd, J = 9. OHz, 2. OHz), 



7. 56 (1H, dd, J=7. 6Hz, 7. 6H 

z) , 7. 92 (1H, d, J = 7. 7Hz) , 8. 0 

0 (1H, dd, J = 8. 5Hz, 5. 4Hz), 8. 

1 8 (1H, d, J = 7. 3Hz) 

ff*1lt :C;75. 54, H;5. 59, N ; 0 . 00 
MfflM :C;75. 73, H;5. 69, N ; 0 . 06 
[0 116] Mig$|4 9 

n-/D tf/W 7 1 -y/^l/V^/k^'dr 

5/ h ( 0 . 1 5 g ) (20ml) 

^tr, i N*gHb-7-hy ?a (2mi) ^jp^fc 0 a 
£-e-Bfc*#u *e,i:iN*iwtthy?A Om 

1) fe&PjU -Bfe«#Lfc„ «8K£&*U 7X (5 0m 
1) £rJPx., ^-eiNti (10ml) 4rJPx.fc 0 3 

IgTeott-iSiL, 7-7/v^-n-i-y/v^- 

l^#/V#ygg (12 1mg) *6iS©l5 B B a iLr# 
mp : 237-242 °C 

IR(KBr) : 3059-2557, 1687cm" 1 
MS : 2 2 7 (M- 1) 

NMR (DMSO, 6) : 4. 24 (2H, s) , 7. 
25 (1H, ddd, J = 9. 6Hz, 9. 6Hz, 
2. 4Hz) , 7. 50 (1H, dd, J = 9. OH 
z, 2. OHz) , 7. 53 (1H, dd, J = 7. 7 
Hz, 7. 7Hz) , 7. 89 (1H, dd, J = 7. 
8Hz, 1. OHz) , 7. 99 (1H, dd, J = 

8. 4Hz, 5. 2Hz) , 8. 14 (1H, dd, J 
= 7. 5Hz, 0. 9Hz) , 13. 1 ( 1 H, b r 
s) 

[0117] m&m 5 o 

3-= bnT=y V (1 4 6mg), 7-7^td-l 
-7;^vy^y|(12 1mg), 
75/fyyy (12mg), 1- (3-^f;V75 
/T"p tVU) - 3 -^fisilfls»*M S F • fig?« ( 1 
9 2mg), Jfifty^l-^ (2. 5ml) £ 

fi-c i m$mw ufco ftit^^( i o o m i ) 

U tt£Blfc(3|QU #100ml)t»U ftV>T? 
#7K6tft^ b y ?AtR^« (3 HI, # 1 0 0 m 1 ) t± 
U W^^yy^t-ML, g*U N 

-(3 |-P7i^)- 7 1 -7)VJrV 

y*^t?F (72mg) Sr^fecoei, fc LT# 
7t, 

mp : 207-209 °C 
IR (KB r ) : 3 3 1 7, 1653c m" 1 
MS : 3 4 9 (M+ 1 ) 

NMR (DMSO, 5) : 4. 25 (2H, s) , 7. 
21-97. 33 (1 H, m), 7. 42-7. 85 
(4H, m) , 7. 95-8. 21 (4H, m) , 8. 
87 (1H, dd, J=2. 1Hz, 2. 1Hz) , 1 
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0. 8 1 (1 H, s) 
[01 18] SagfiJ 5 1 

N-(3-= hn7i=;V)-7-7/Vtn-l -7/vir 
W% %Y (7 2mg) , mm (1. 0g) . 
ifi-fHT^^A (0. lg) , J — /V (10m 

i) , * (5mi) (Dm-&m%. 

fc„ ^ffi^T&SPU -fey-f h^iiLTSjiL, 1 : 1 

: If^fwy(l 0 0ml)T»U 
U ifrft^ f - U-V : 7 9 J ~M 1 0 : 1 ) ( 5 0 m 1 ) 

t&mfc-r v y <?j±*mm (5 o m n £»*u a 

Kb, »L^l^^ttffiLfc (20, #25ml)„ 

N-(3-75y7i^;l/)-7-7^i-D-l 
-7^1/y*^#? H ( 4 8 m g ) £Rfe<0*&* 

MS : 3 1 9 (M+ 1) 

NMR (DMSO, 6) : 4. 18 (2H, s) , 5. 

0 9 (2H, b r s) , 6. 3 2 (1 H, d , J = 
8. 0Hz), 6. 81-7. 02 (2H, m), 7. 
10-7. 33 (2H, m), 7. 43-7. 77 (3 
H, m), 7. 90-8. 15 (2H, m) , 10. 0 

2 (1 H, b r s) 
[01 19] MMM 2 3 

S -/ ?f- h ■ 3 ?{t7kKt$?i£ 

(2 7 9mg) , N-(3-75/7x=;V)-7-7;W 
tfp- 1 -7;^W>-*;^>f-5; K (48mg), 7 
*/-A (2ml) roiB£*8\ £*T^ 1 B#W» *T 
MbfCo ML, HSfccfvp ( 1 0 0 m 1 ) 

u 7K (loomi) t+ft%*.m\:i-hy9J**.mm 
-vm^mx&frLit. #*u doomi) -e 

->!)*y;V*7A(i/y*y;V5 0g, 50:lffl^ 
: 7^/-A^5 0 0:1 0: lSffc^UV : 
T^-T^l 0 0:10: 1 ) T'iftSS 
L, &V^7*/-/KCffii£iiU N- [3-(T5/ 
^yi?!Jf>75/)7x=-;V] - 1 - 

7MVy*;«^t^ F (2 7mg) ^Rfe(D»*t 
Ltft 0 

mp: 116-119 °C 

1 R (KB r) :16 4 1cm" 1 
MS : 4 2 2 (M+ 1) 

NMR (DMSO, 8) : 4. 2 1 ( 2 H, s) , 6. 
55 (2H, br s) , 6. 67 ( 1 H, d, J = 
7. 6 Hz) , 7. 18-7. 39 ( 2 H, m) , 7. 

3 9- 7. 6 4 (7H, m) , 7. 71 ( 1 H, d, J 
= 6. 9Hz) , 7. 91-8. 18 (4H, m) , 1 
0. 2 8 (1 H, b r s) 

tEP^W : 

(H 2 0) L85 :C; 71. 3 1, H ; 5 . 2 



5, N ; 9. 2 4 

*8HK :C; 71. 51, H;5. 41, N ; 8 . 85 

[0120] fiigM 5 2 
3lIM3 0i^l!arN- (3-=Fd7x^) ^ 
yX7S K^tiN - (3 -7 5 / 7x=/V)'<yX7 S K 

mp : 120-124 °C 

IR (KB r ) : 34 4 4, 3352, 1649c m" 1 
MS : 2 1 3 (M+ 1) 

NMR (DMSO, <5) : 5. 0 8 (2H, b r 
s) , 6. 30 (1H, dd, J=7. 9Hz, 2. 1 
Hz) , 6. 85 (1H, dd, J = 7. 9Hz, 2. 
1Hz) , 6. 96 (1H, dd, J = 7. 9Hz, 
7. 9Hz) , 7. 10 (1H, dd, J = 2. 1H 
z, 2. 1Hz), 7. 43-7. 61 (3H, m), 
7. 92 (2H, dd, J =7. 6Hz, 1. 4H 
z) , 9. 9 4 (1 H, b r s) 

[0121] ^mm 2 4 

y) y^^/v] ^y^7 $ k • mmm^mc 

mp : 241-242 °C 
I R (KB r) :1 6 5 7 cm" 1 
MS : 3 1 6 (7!)-#+ 1) 

NMR (DMSO, 6) : 7. 2 1 (1H, d, J = 
7. 5Hz), 7. 48-8. 12 (13 H, m) , 
9. 08 (1H, s), 9. 89 (1H, s), 10. 
59 (1H, s), 11. 57 (1H, s) 
JtM ftm : 

ftjMt+ (H 2 0) 0 9 (EtOAc) 0 5 : C ; 64. 
12, H ; 5. 5 8, N; 10. 20 

:C;64. 12, H ; 5 . 55, N; 10. 5 

8 

[0122] mmm 5 3 

(3-=bn7x=;V)-3-7< h^v"<yX7 5 K&# 

mp : 1 4 7- 1 4 9t 
I R (KB r) : 3 3 2 5, 1657cm" 1 
MS : 2 7 3 (M+ 1) 

NMR (DMSO, 8) : 3. 85 (3H, s) , 7. 
20 (1H, d, J = 8Hz) , 7. 44-7. 60 
(4H, m) , 7. 66 ( 1 H, dd, J=8. 2H 
z, 8. 2Hz) , 7. 96 (1H, d, J=8. 2H 
z) , 8. 20 (1H, d, J=8. 2Hz) , 8. 8 
0 (1H, dd, J = 2. 1Hz, 2. 1Hz), 1 
0. 6 7 (1H, b r s) 

[0123] mmms a 

S^3 0iiltLTN-(3-7577xs;V)-3 
-7 h^-^yX7 5 K*#fc. 
mp : 133-135 °C 
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IR(KBr) : 3 4 4 2, 3 3 5 7, 3 2 1 3, 1 6 
5 1cm" 1 

MS : 2 4 3 (M+ 1) 

NMR (DMSO, 5) : 3. 83 (3H, s) , 5. 
08 (2H, br s) , 6. 31 ( 1 H, d, J = 
7. 9Hz) , 6. 85 (1H, d , J = 7. 9H 
z) , 6. 96 (1H, dd, J = 7. 9Hz, 7. 9 
Hz), 7. 05-7. 19 (2H, m) , 7. 37- 

7. 5 5 (3H, m) , 9. 9 1 ( 1 H, b r s) 

[0124] mmm 2 5 

mp : 163-166 °C 
IR(KBr) : 1 6 5 7 cm -1 
MS : 3 4 6 (7!J-#+ 1) 

NMR (DMSO, 6) : 3. 85 (3H, s) , 7. 
17-7. 23 (2H, m), 7. 42-7. 99 (1 
OH, m) , 8. 0 6 (1H, s) , 9. 1 0 (1 H, 
b r s) , 9. 9 0 (1H, b r s) , 1 0. 5 7 
(1H, s) , 11. 5 8 (1H, s) 

Ttm^m : 

W-3HB+ (H 2 0) 2 0 :C; 6 3. 84, H;5. 8 
4, N ; 1 0. 15 

SlS'Jffi : C ; 6 3. 52, H;5. 72, N;9. 91 

[0 12 5] K5g«5 5 
Wtm2 6 bmn\Z.LXN-(3-~W7*~M-2 

mp: 177-178 °C 
IR(KBr) : 3 2 7 3, 1 6 4 9 cm" 1 
MS : 2 9 3 (M+ 1 ) 

NMR (DMSO, 8) : 7. 6 4 - 7. 7 3 (3 H, 
m), 7. 96-8. 08 (5H, m), 8. 26 (1 
H, d, J = 9. 2Hz), 8. 64 (1H, s), 

8. 86 (1H, dd, J = 2. 1Hz, 2. 1H 
z), 10. 89 (1H, s) 

[0126] 5 6 

wtm^ o tw\m^xi*-c3-T%j7x.=-;v)-2 

mp : 187-189 °C 

IR(KBr) : 34 3 1, 3 3 4 6, 3 2 4 8, 1 6 
4 3 cm" 1 

MS : 2 6 3 (M+ 1) 

NMR (DMSO, 6) : 5. 10 ( 2 H, b r 
s) , 6. 33 (1H, d, J = 7. 8Hz) , 6. 9 
0 (1H, d, J=7. 8Hz) , 6. 99 ( 1 H, d 
d, J =7. 8Hz, 7. 8 Hz) , 7. 16 (1H, 
s), 7. 58-7. 68 (2H, m), 7. 95- 
8. 1 7 (4H, m) , 8. 5 4 (1H, s) , 1 0. 
12 (1 H, s) 



[0127] mMW 2 6 

Hl«7i»LTN- [3-W 5/-0-vVVT$ 
y)7^^/V] -2-t7^^t#t 
mp : 137-138 °C 
I R (KB r) : 1 6 2 8 cm" 1 
MS : 3 6 6 (M+ 1) 

NMR (DMSO, S) : 6. 70 ( 1 H, d, J = 
7. 3Hz) , 6. 80 (2H, br s) , 7. 34 
(1H, dd, J = 7. 8Hz, 7. 8Hz) , 7. 4 
1-7. 75 (7H, m), 7. 90-8. 18 (6 

H, m) , 8. 5 8 (1H, s) , 10. 3 8 ( 1 H, 
s) 

fHfHi+ (H 2 0) 4/5 :C; 7 5. 89, H ; 5 . 4 
7, N ; 1 1 . 0 6 

HSM :C;75. 93, H;5. 22, N; 11. 0 
8 

[0128] mmm 5 7 

$!Bi#!l2 6 t01iatN-(3-=FD7x=;V)-l 
— K*#fc. 
mp : 159-161 °C 
I R (KB r) : 3 2 2 4, 1651cm" 1 
MS : 2 9 3 (M+ 1 ) 

NMR (DMSO, 6) : 7. 5 9 - 7. 7 3 (4H, 
m) , 7. 83 (1H, dd, J = 7 . 1Hz, 1. 2 
Hz) , 7. 9 7-8. 2 4 (5H, m) , 8. 88 
(1H, dd, J = 2. 1Hz, 2. 1Hz) , 11. 

0 6 (1 H, b r s) 
5E*£*f : 

tr^f!+ (H 2 0) 1/4 : C ; 6 8. 80, H ; 4 . 2 
4, N ; 9. 4 4 

mUiU : C ; 6 8 . 81, H ; 4 . 14, N ; 9 . 33 

[0129] Sggffl 5 8 
g»]3 0iiiiatN-(3-7?/7x^V)-l 

mp : 160-161 °C 

1 R (KB r) : 1 6 5 5 cm" 1 
MS : 2 6 3 (M+ 1) 

NMR (DMSO, 6) : 5. 11 (2H, b r 
s), 6. 33 (1H, d, J = 7. 5 Hz) , 6. 8 
5 (1H, d, J = 7Hz) , 6. 97 ( 1 H, dd, 
J = 7Hz, 7Hz) , 7. 18 ( 1 H, br s) , 
7. 54-7. 7 3 (4H, m) , 7. 95-8. 12 
(3H, m) , 1 0. 2 6 (1 H, b r s) ^Mft 
W: 

I+*ft+ (H 2 0) 1/3 : C ; 7 6. 10, H ; 5. 5 

I, N ; 1 0. 4 4 

USHit :C;76. 15, H ; 5 . 32, N; 10. 3 
9 

[0130] mmm 2 7 
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mmm7 tmmchXN- [s-w^y^y^r? 

j ) y i -l-t7^K' ifcBfee&#fc. 
mp : 254-256 °C 

IR(KBr) : 3 1 8 6, 3 0 5 3, 2 9 2 0, 1 6 
4 7c m" 1 

MS : 3 6 6 (7 U — #+ 1) 

NMR (DMSO, 6) : 7. 24 ( 1 H, d , J = 

8. 3 Hz) , 7. 50-7. 84 (9H, m) , 7. 
9 0-8. 2 2 (6H, m) , 9. 14 ( 1 H, s) , 

9. 8 2 (1 H, s) , 10. 9 0 (1 H, s) , 1 
1 . 6 0 (1 H, s) 

[0131] Kigali 5 9 
MM2 6 t»LTN-(3-=.hc7i-^) - 

mp : 237-238t 

IR(KBr) : 3 3 7 3, 3313, 1641cm- 1 
MS : 2 8 2 (M+ 1) 

NMR (DMSO, 5) : 7. 12-7. 28 ( 2 H, 
m), 7. 45-7. 53 (1 H, m), 7. 63 (1 
H, dd, J=8. 2Hz, 8. 2Hz) , 7. 89 

(1H, dd, J=8Hz, 2Hz) , 8. 16-8. 
23 (2H, m), 8. 35 (1H, s), 8. 81 

(1H, dd, J =2. 1Hz, 2. 1Hz), 10. 
1 8 (1 H, s) , 1 1 . 8 4 (1 H, b r s) 

[0132] w&m 6 0 

IBfiW3 0 4:IHI«KLTN-(3-r5/7 3 i=iA') - 

mp : 219-222 °C 
I R (KB r) :1 6 2 4 cm -1 
MS : 2 5 2 (M+ 1) 

NMR (DMSO, 6) : 5. 02 (2H, br 
s), 6. 28(1 H, m), 6. 70-7. 50 (6 
H, m) , 8. 15-8. 3 5 (2H, m) , 9. 4 0 
(1H, b r s) , 1 1. 6 7 (1H, s) 

tE*5>W : 

VrWU+ (H a O) 1/3 :C;70. 02, H ; 5. 3 
5, N ; 1 6 . 3 3 

:C;69. 99,H;5. 18, N; 16. 1 

9 

[0133] mmm 2 s 

mmm7 tmmKLXN- [3-w5y<y^r5 

y)7a^] -3— f >-K-/l-*/V*>f-5 F&# 

fc. 

mp : 234-236 °C 

IR(KBr) : 3 4 9 8, 3 3 9 0, 3 2 4 9, 1 6 
3 5 cm -1 

MS : 3 5 5 (M+ 1) 

NMR (DMSO, 6) : 6. 2 7 (2H, b r 

s) , 6. 54 (1H, d, J = 7. 9Hz) , 7. 0 

8-7. 38 (4H, m) , 7. 4 0- 7. 5 8 (5 



H, m), 7. 95-8. 04 (2H, m), 8. 20 
(1H, dd, J=8. 2Hz, 1. 8Hz) , 8. 2 
9 (1H, d, J = 2. 7Hz) , 9. 6 2 (1H, 
s) 

[0134] gligM 6 1 

5 f-frf-ir- 6 - h y y/virn / VFUV 
(1. 00g)O^PP^y(20ml)«:, 3 

-=hP7xc=;n r y^-Ko. 7 0 g )^ipx. 
*U ^nn^^yf»U f£«U N- (3- = 
f;v-i--fyF!)y*/v^t5K (l. 6 2 g )£ 

I R (KB r ) : 1 6 7 8 cm -1 
MS : 3 9 8 (M+ 1) 

NMR (DMSO-d 6 , 8) : 2. 52 (3H, 

s) , 3. 2 9 (2H, t, J = 9Hz) ,4.23 

(2H, t, J = 9Hz) ,7.47 (1H, s) , 
7. 59 (1H, t, J = 8Hz) , 7. 88 (1H, 
dd, J = 8Hz, J=2Hz) , 8. 05 (1H, d 
t, J = 8Hz, J = 1Hz) , 8. 23 (1H, 
s), 8. 5 7 ( 1 H, t, J = 2Hz), 9. 11 

(1H, s) 

[0135] M&M 6 2 

N — ( 3 -~ h P7s=A-) 
P7;^o^f;u-l-fyF!) F 
(1. 60g)fflx^y-/l/(50ml)i*(25ml)>f 

iiisffii^ m-^^mmr, mtr-ye-vMo . 1 

5g)i«S(l. 3 5 g)SrJpifc 0 51«^$b(ClB# 
MMCt, ■tLTJ'MSlLfc. ««^Srir7-f hSrilLfdf 

*A-^/-;H9:lv/v, 10 0ml)t«L 
Tft#Lfc 0 £fc>1trfc*iif|fc£S3cU *gHb-7- h y 
AtK^« (0. IN, 10 0ml) 
?;-/M9:lv/v, 100ml) ©Mfc^E b 

ynbT/V-^— x/v-e»#L, N- (3-T?/7^^ 
/W) -5-y ^/W^- 6 - h y * fvv- 1 - 

-f y py y#/v*>-y- sk(i. 5 s g > &#fc 0 

]R (KB r) : 1 6 5 8, 1608 cm -1 

NMR (DMSO-d 6 , 6) : 2. 50 (3H, 

s) , 3. 24 (2H, t, J=8Hz) , 4. 16 

(2H, t, J=8Hz) , 5. 02 (2H, br 
s) , 6. 25 (1H, d, J = 9Hz) , 6. 64 

(1H, d, J = 9Hz) , 6. 8 0 - 7. 0 0 (2 
H, m) , 7. 4 4 (1H, s) , 8. 2 1 ( 1 H, 
s) , 8. 3 3 (1H, s) 

[0136] mmm 2 9 

N- (3-T577^-/V) -5-^^V^^--6- h 

y y/viru * =f-?v- l —4 ypy y^/v^f- S F 
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(0. 5 0 z)<D*9 S~~>\<{2 0ml)%>m&foK, S- 
*f-fr -<yy'ft-f^f-F-SiI(0. 7 6g)£ 

in, 5 0mi) -e#sa bfc 0 «eih- 

(0-10%, v/v)T*5->y*^fflVVc* 
7A^n-7F^77^1:iSU N- [3-(-f5/ 

y i -^yKyy*;^>f 5 k 

(0.2 0 g )fc#fc 0 

mp : 207-208 °C 

IR(KBr) : 1 6 5 3, 1633, 1 5 9 9 cm" 1 
MS : 4 7 1 (M+ 1) 

NMR (DMSO-d 6 , 6) : 2. 50 (3H, 

s) , 3. 2 6 (2H, t, J = 8Hz) ,4.20 

(2H, t, J=8Hz) ,6.26 (2H, b r 
s) , 6. 5 4 (1H, b r s) , 7. 1 0-7. 3 
0 (3H, m) , 7. 3 0- 7. 5 0 (4H, m) , 
7. 9 0-8. 0 5 (2H, m) , 8. 22 ( 1 H, 
s) , 8. 5 5 (1 H, s) 

[0137] Wtm 6 3 

7-^pp-2, KP^y [b] ^-fctfy 

-4-*/V#yf (2 2 5mg) JSitJil-t Kn*-> 
^/h!)ry-^ (1 6 2mg) cD^t^f-UV" (5 
ml) *W«iCl-^^-3- o-^^r? 
/ fc°^) # A-JRSM -f 5 K • ifii?:© ( 2 8 8 m g ) 
«TJn*.,jB^ftftlWPimi«sLfc. fS^lCN- (3- 

(2 0 8mg) feiim, N-^WU v>V 
( 1 8 3 m g ) SrJPx., 1 2 B#Mtfi# L/c. ft 

/Wfc*7A^cvF^77-f-Cft»L, [3- 
[(7-^pp-2, [b] m 

t° 4 — ( )V1j }Vi$~)V) 75/] 7 ^ ^/V] 13 /W* 

i>-m |Ht7"f;n^f;K3l5mg) ^r#fc 0 

E S I -m a s s : 3 1 5 (m/ z , ( (M- t B o 

c) +H) + ) 

NMR (DMSO-d 6 , 5) : 1. 48 (9H, 
s) , 2. 95 (2H, t, J=4. 4Hz) , 4. 2 
5 (2H, t, J=4. 6Hz) , 7. 00 ( 1 H, 
d, J=8. 7Hz) , 7. 0-7. 4 (5H, m) , 



7. 54 (1H, d, J = 2. 6Hz) , 7. 93 (1 
H, s) , 9. 3 6 (1H, s) , 9. 9 2 (1H, 
s) 

[0138] m&me 4 

[3- [ (7-^pp-2, 3->>fc Kn^O-y [b] 
— f/V*/V#=/V) 757] 7i=/V] 
HHS^^/V^^TVV (2 0 7mg) CD 

(4ml) m&iz. A^m^m^Pir^iy 

mm (4mD ^m^tc 0 u^^2mmmwumm 

LT, N- (3-r5/7i=;v) -4- [7-?pp 
-2, [b] ^irtfv] 

b'-mam. d 7 5m g ) 

APC 1 -ma s s : 3 1 5 (m/ z , (M (free 
form) +H) + ) 

NMR (DMSO-d 6 , 5) : 2. 9 7 (2H, t, 
J=4. 4Hz) , 4. 26 (2H, t, J=4. 5H 
z), 7. 0-7. 1 (2H, m), 7. 2-7. 4 
(2H, m) , 7. 4 1 (1H, t, J =8. OH 
z) , 7. 5-7. 7 (2H, m) , 7. 89 (1H, 
s) , 10. 28 (1H, s) , 9. 4-10. 8 (2 
H, b r ) 
[0139] MMM 3 0 

N — (3-7 5 7 7i=;l/) -4- [7-^pp- 2, 
3-^fc Kp^/ [b] ^-dfirt 0 ^] #/Ptfi>-y-5 K 
•MI (UOmg) , S-^TVP 
r- h • a SMfcjkJMfcfi ( l l 2 m g ) S3 .fcUWIH- h 
y)A (49mg) CD2-7°n/V-^ (3ml) $M 

»U SILT, N-[3-(7?/^PfyT5 
/)7i=A']-4- [7-^b-2, 3-v?tKn-< 
>•:/ [b] m^y] (9 7mg) £#fc„ 
APC 1 -ma s s : 4 1 8 (m/ z , (M + H) + ) 
NMR (DMSO-d 6 , 6) : 2. 96 (2H, t, 
J=4. 4Hz) , 4. 25 (2H, t, J= 4 . 6H 
z) , 6. 2-6. 4 (2H, m) , 6. 5-6. 7 
(2H, m) , 7. 00 (1H, d, J=8. 7H 
z) , 7. 16 (1H, s) , 7. 1-7. 6 (8H, 
m), 7. 54 (1H, d, J = 2. 6 Hz) , 7. 9 
-8. 0 (1 H, m) , 9. 8 6 (1 H, s) 
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(51) Int. Cl. 7 W3lJfB# FI t-^-V (##) 

A 6 1 K 31/4402 A 6 1 K 31/4402 4 H 0 0 6 

A 6 1 P 25/00 A 6 1 P 25/00 

25/06 25/06 

25/18 25/18 

25/20 25/20 

25/22 25/22 

25/24 25/24 

25/28 25/28 

25/30 25/30 

43/00 1 1 4 43/00 1 1 4 

C 0 7 D 209/42 C 0 7 D 209/42 

209/88 209/88 

209/94 209/94 

213/36 213/36 

313/08 313/08 



(72)|PJ# lUffl W 

<72)»W# HA B*E 

^K^BRrfjf &mmm 3 t i 4# 7 # 
(72)»w# mm m 



F^— 4C055 AA01 BA02 BA27 BB04 BB10 
CA01 DA01 
4C062 JJ13 

4C086 AA01 AA02 AA03 BA10 BC10 
BC12 BC13 BC17 MA01 MA04 
NA14 ZA02 ZA05 ZA08 ZA12 
ZA16 ZA18 ZC14 ZC39 ZC42 

4C204 AB20 BB01 CB03 CB25 CB26 
DB01 DB02 EB01 EB03 FB01 
GB22 

4C206 AA01 AA02 AA03 GA07 GA31 
MA01 MA04 NA14 ZA02 ZA05 
ZA08 ZA12 ZA16 ZA18 ZC14 
ZC39 ZC42 

4H006 AA01 AB21 
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antagonistic acti< 



1/1 WPAT - (C) The Thomson Corp. 
AN - 2001-609824 [70] 
XA - C2001-181868 

TI - Novel amide compounds having 5-hydroxytrypta: 
DC - B05 

PA - (FUJI) FUJISAWA PHARM CO LTD 

IN - GLEN ; ITO K; KATO M; TOMIJIMA M; YAMADA A 
NP - 1 
NC - 1 

PN - JP2001220375 A 20010814 DW2001-70 C07C-257/18 Jpn 25p * 

AP: 2000JP-0359201 20001127 
PR - 1999JP-0340333 19991130 

IC - C07D-213/36; A61K-031/167 ; A61K-031/335 ; A61K-031/403 ; A61K-031/404 

A61K-031/4402; A61 P-025 /0 0 ; A61P-025/06 ; A61P-025/18; A61P-025/20; 

A61P-025/22; A61P-025/24 ; A61P-025/28; A61P-025/30 ; A61P-043/00; 

C07C-257/18; C07D-209/42; C07D-2 0 9/8 8 ; C07D-20 9/ 94 ; C07D-313/08 ; 

C07D-213/00; C07C-257/00; C07D-2 0 9/0 0 ; C07D-313/00 
ICAA- C07D-213/36 [2006-01 A F I R - -]; A61K-031/167 [2006-01 A L I R - 

A61K-031/335 [2006-01 A L I R - -] ; A61K-031/403 [2006-01 A : 



A61K-031/4402 [2006-01 A L 
- -] ; A61P-025/06 [2006-01 A L : 
-]; A61P-025/20 [2006-01 ALII 
-]; A61P-025/24 [2006-01 ALII 
-]; A61P-025/30 [2006-01 ALII 
-]; C07C-257/18 [2006-01 ALII 
-]; C07D-209/88 [2006-01 ALII 
-]; C07D-313/08 [2006-01 ALII 
A61K-031/167 [2006 C L I R - - 
; A61K-031/403 [2006 C L I 
]; A61P-025/00 [2006 C L I 
C07C-257/00 [2006 C L I R 
C07D-313/00 [2006 C L I R 



A61K-031/404 [2006-01 
; A61P-025/00 [2006-01 A L I 
A61P-025/18 [2006-01 A L I R 
A61P-025/22 [2006-01 A L I R 
A61P-025/28 [2006-01 A L I R 
A61P-043/00 [2006-01 A L I R 
C07D-209/42 [2006-01 A L I R 
C07D-209/94 [2006-01 A L I R 

■ C07D-213/00 [2006 C F I R - - 
A61K-031/335 [2006 C L I R - -] ; A61K-031/403 [2006 C L I R - -] ; 
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A61P-043/00 [2006 C L I 
C07D-209/00 [2006 C L I 

• JP2001220375 A 

NOVELTY: An amide compound or its salt is new. 

DESCRIPTION: A compound of formula: R1-A-X-NHCO-R2 or its salt is n< 
Rl = optionally substituted aryl or optionally substituted 
heterocyclic; R2 = optionally substituted condensed phenyl, optional 
substituted phenyl, or indolin-l-yl substituted with lower alkylthic 
and trihalo (lower) alkyl; A = -C(NR3R4)=N- or -C (=NH) -N (R5 ) -; R3-R5 = 
independently H or lower alkyl; X = phenylene or lower alkylene. 

• ACTIVITY: none given 

• MECHANISM OF ACTION: 5-Hydroxytryptamine 2c receptor antagonism 

■ USE: The amide compound is useful for treatment or prevention of 
impairment of central nerve system, abstinence symptom by drug abust 
schizophrenia, and diseases relating to head injury. 

• ADVANTAGE: The amide compound has 5-hydroxytryptamine antagonistic 
action. 

• CPI: B10-A17 B14-J01B3 B14-J04 B14-M01 

• 2001-70 
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